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A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D213/81, 405/12, 413/12, 417/12, A01N43/40, 84, 24, 32, 
60, 78, 80 

According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 C07D213/00-81, 405/00-12, 413/00-12, 417/00-12, A01N43/00-84 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS(STN), REGISTRY (STN) 



C. DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 
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US, 4101507, A (Firestone Tire & Rubber Co., Ltd.), 

13 September, 1978 (13.09.78), 

& JP, 53-146758, A & FR, 2384823, A 


1-13 
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US, 5658933, A (Hoechst A.G.), 

19 August, 1997 (19.08.97), 

& JP, 7-224039, A & EP, 650960, Al 


20-23 


X 


US, 5641778, A (Ciba Geigy A.G.), 

24 June, 1997 (24.06.97), 

& JP, 8-231485, A & EP, 716077, A 


20,21,23 


A 


EP, 566138, Al (Hodogaya Chem. Co., Ltd.), 
20 October, 1993 (20.10.93)', 
& JP, 6-25199, A 


1-28 
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WO, 95/25823, Al (Agrevo UK Ltd.) , 
28 September, 1995 (28.09.95), 
& JP, 9-510471, A Sc EP, 750611, Al 
& US, 5756524, A 


1-28 



PI Further documents are listed in the continuation of Box C. Q See patent family annex. 



* Special categories of cited documents: T 
"A" document defining the general state of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing "X w 

date 

M L" document which may throw doubts on priority claim(s) or which is 

cited to establish the publication date of another citation or other M Y" 
special reason (as specified) 

M O w document referring to an oral disclosure, use, exhibition or other 
means 

**P" document published prior to the international filing dale but later u & n 
than the priority date claimed 



later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 
document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
24 January, 2000 (24.01.00) 



Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 



Date of mailing of the international search report 

22 February, 2000 (22.02.00) 



Authorized officer 



Telephone No. 
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Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 
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Largeron, M. ; Lanf evin-Bermond, D. ; Auzeil, N.; Ecers, 
B. ; Le Potier, I.; Fleury, M. 

Rerationshi Between Pyridine Nitrogen Basicity and Steric 
Crowding in an N-Substituted-3 -methoxypicolinamide 
Series. J. Chem. Research (S) , p. 454-455 (1996) 
See especially, Compounds 3, 7, 8 

Margeron, M.; Vuilhorgne, M.; Le Potier, l. ; Auzeil, N. ; 
Bacque, E . ; Paris, J. M. ; Fleury, M.B. Electrochemical 
reduction of Prist in amycin IA and Related S treptogramins 
in Aqueous Acidic Medium. Tetrahedron, Vol.50, No. 21, 
p. 6307-6332 (1994), see especially, p . 6323 , Compounds 18! 
19 

French, F.A.; Blanz, E.J., Jr. 

a - (N) -Formylheteroaromatic Thiosemicarbazones . 

Inhibition of Tumor-Derived Ribonucleoside Diphosphate 
Reductase and Correlation with in Vivo Antitumor Activity . 
J. Med. Chem., Vol.17, No. 2, p. 172-181 (1974) 
see especially, p. 179, Compound No. 61a, Scheme IV; p 
180, No. 61a 

Nedenskov, P.; Kaas, N.C.; Lei, J. ; Heide, H.N.; Olsen, 

G.; Jansen, G. O-Alkylation of 3-pyridinols . 

Acta Chem. Scand., Vol. 23, p. 1791-1796 (1969) 

See especially, p. 1792-1793, Compounds XX-XXII, XXXIII 
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Box I Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet) 



This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 
1. □ Claims Nos.: 

because they relate to subject matter not required to be searched by this Authority, namely: 



LXJ Claims Nos.: 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 

In claim 1, the alternatives of R 3 include groups defined merely as "a 
heterocyclic group" , and the substituents which R 2 or R 3 can bear are not clearly 
defined. Seeing that claim 1 is thus expressed, claim 1 includes a far wider 
range of compounds than that of the compounds supported by the description, 
and the range of compounds of claim 1 cannot be grasped clearly. 

In this international search report, therefore, literature searching of 
the prior art as to claim 1 has been made for the compounds wherein the substituent 
of R 2 is one as stated in claim 6 and R 3 is. one as stated in claims 10 to 12. 

The same also applies to the other claims referring to claim 1. 

I | Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



1 . O As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. Q As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 

of any additional fee. 

3. Q As only some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. []^| No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark n Protest The additional search fees were accompanied by the applicant's protest. 

I I No protest accompanied the payment of additional search fees. 
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(PCT Article 36 and Rule 70) 




Applicant's or agent's file reference 
122262-587 


SeeNotificationofTransmittaloflnternational Preliminary 
FOR FURTHER ACTION Examination Report (Form PCT/IPEA/416) 


International application No. 


International filing date (day/month/year) 


Priority date (day/month/year) 


PCT/JP99/06142 


04 November 1999 (04.1 1 .99) 


04 November 1 998 (04. 1 1 .98) 


International Patent Classification (IPC) or national classification and IPC 




C07D 213/81, 405/12, 413/12, 417/12, A01N 43/40, 43/84, 43/24, 43/32, 43/60, 43/78, 43/80 


Applicant 


MEIJI SEIKA KAISHA, LTD. 





1. This international preliminary examination report has been prepared by this International Preliminary Examining Authority 
and is transmitted to the applicant according to Article 36. 



This REPORT consists of a total of 

□ 



sheets, including this cover sheet. 



This report is also accompanied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have 
been amended and are the basis for this report and/or sheets containing rectifications made before this Authority (see 
Rule 70. 16 and Section 607 of the Administrative Instructions under the PCT). 



These annexes consist of a total of _ 



sheets. 



This report contains indications relating to the following items: 
Basis of the report 
Priority 

Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

Certain documents cited 

Certain defects in the international application 

Certain observations on the international application 



I 




II 


□ 


III 


□ 


IV 


□ 


V 




VI 


□ 


VII 


□ 


VIII 





Date of submission of the demand 

06 April 2000 (06.04.00) 


Date of completion of this report 

18 January 2001 (18.01.2001) 


Name and mailing address of the IPEA/JP 
Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/IPEA/409 (cover sheet) (July 1998) 
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INTERNATIONAL PRELIMINARY EXAMINATION REPORT 



International application No. 

PCT/JP99/06142 



I. Basis of the report 



1. With regard to the elements of the international application:* 
^><J the international application as originally filed 

| | the description: 

pages . as originally filed 

pages , filed with the demand 
pages , filed with the letter of 

| | the claims: 

pages * as originally filed 

pages , as amended (together with any statement under Article 19 
pages , filed with the demand 
pages , filed with the letter of 

[ 1 the drawings: 

pages . as originally filed 

pages , filed with the demand 
pages , filed with the letter of 

| | the sequence listing part of the description: 

pages , as originally filed 

pages __ , filed with the demand 

pages , filed with the letter of 

2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

I | . the language of a translation furnished for the purposes of international search (under Rule 23. 1(b)). 
I I the language of publication of the international application (under Rule 48.3(b)). 

I 1 the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

3. With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

□ 

contained in the international application in written form. 

I I filed together with the international application in computer readable form. 

I 1 furnished subsequently to this Authority in written form. 

I 1 furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 



□ 
□ 



The amendments have resulted in the cancellation of: 

I I the description, pages 

I 1 the claims, Nos. 



I 1 the drawings, sheets/fig , 



I | This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
' — ' beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed" and are not annexed to this report since they do not contain amendments (Rule 70.16 
and 70 17). 

** Any replacement sheet containing such amendments must be referred to under item 1 and annexed to this report. 
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Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



Statement 
Novelty (N) 

Inventive step (IS) 
Industrial applicability (IA) 



Claims 
Claims 

Claims 
Claims 

Claims 
Claims 



14-19, 24-28 



1-13, 20-23 



14-19, 24-28 



1-13, 20-23 



1-28 



YES 
NO 
YES 
NO 

YES 
NO 



Citations and explanations 

Of the documents cited in the international search 
report, the following documents are particularly relevant 
to this international application. 



Document 1 : 

Document 2 : 

Document 3 : 

Document 4 : 

Document 5: 

Document 6: 

Document 7 : 



US, 4101507, A 
US, 5658933, A 
US, 5641778, A 

J. Chem. Research (S) , pp. 454-455 (1996) 
Tetrahedron, Vol. 50, No. 21, pp. 6307-6332 
(1994) 

J- Med. Chem., Vol. 17, No. 2, pp. 172-181 
(1974) 

Acta Chem. Scand., Vol. 23, pp. 1791-1796 
(1969) 



Document 1 discloses 3-hydroxypicolinamide produced 
from magnesium bis ( 3-oxypicolinamide) . 

Document 4 relates to steric hindrance, of N- 
substituted 3-methoxypicolinamide derivatives and their 
basic properties, and as Compounds 3, 6, 7 and 8 discloses 
compounds which are compounds described in Claim 1 in 
which Rl in the general formula is a hydrogen atom, R2 is 
methyl, A is a free valency and R3 is adamantyl, phenyl, 
2, 6-dimethylphenyl or 2 , 6-diisopropylphenyl . 
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Document 5 relates to electrochemical reduction of 
pristinamycins , and p. 6316, Table V, discloses 3-OH- 
picolinamide, and Compound 18, which is a compound 
described in Claim 1 in which Rl and R2 in the general 
formula are hydrogen atoms, A is a free valency, and R3 is 
2, 6-diisopropylphenyl . 

Document 7 relates to O-alkylation of 3-pyridinol, 
and pp. 1792-1793 disclose, as starting compounds, 
Compounds XXIII and XXXIII-XXXV, which are compounds 
disclosed in Claim 1 in which Rl and R2 in the general 
formula are hydrogen atoms, A is a free valency and R3 is 
a hydrogen atom or phenyl, or A is a methylene group and 
R3 is a phenyl group or 4-methoxyphenyl group. 

Therefore, Documents 1, 4 and 5 take away the 
novelty and inventive step of the compounds described in 
Claims 1-13. 

Document 2 relates to heterocyclic carboxamide 
esters which inhibit propyl-4-hydroxylase, and in Example 
Id) discloses a compound which is a compound described in 
Claim 20 in which Rl in the general formula is 2,2,2-tri- 
f luoroethyloxy, R4 is methyl and B is a hydroxyl group. 
Document 2 also discloses many other compounds which come 
under the definition of the compounds in Claims 20-23, as 
in the intermediates in Examples 3-6 and 14 and others. 

Document 3 relates to compounds which have an anti- 
hypertensive action, and as the starting compound for Step 
k) discloses a compound which is a compound described in 
Claim 20 in which Rl in the general formula is a hydrogen 
atom, R4 is 4-methoxybutyl and B is a hydroxyl group. 

Document 6 relates to antitumour agents, and p. 17 
discloses as Compound 91a) and its starting compound, 
which are compounds described in Claim 20 in which Rl in 
the general formula is ethbxy, R4 is ethyl and B is an 
ethoxy or hydroxyl group. 
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Therefore, the disclosures of Documents 2, 3 and 6 take 
away the novelty and inventive step of the Claims 20-23 . 

On the other hand, the use of picolinamide 
derivatives for pest control, pest control method, method 
for treating plants infected with pathogenic micro- 
organisms and pest control agents described in Claims 
14-19, and the process for producing picolinamide 
described in Claims 24-28 are not disclosed in any of the 
documents cited in the international search report, and 
are not obvious from disclosures in these documents. 



i 
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VIII Certain observations on the international application 

The-follovving observations on the clarity of the claims, description, and drawings or on the question w hether the claims are fully 
supported by the description, are made: 

In Claim 1, one of the options which can be selected 
for R3 is defined simply as *a heterocyclic group" , and 
the acceptable substituent groups on groups R2 and R3 are 
also not defined. When claims are phrased in this way, not 
only do they embrace a range of compounds much larger than 
the range of compounds supported by the description, but 
it is also impossible to appreciate the range of compounds 
that are included therein. 

Therefore, the opinions on Claim 1 expressed in the 
written opinion were based on investigation of the prior 
art for substituent groups described in Claim 6 in the 
case of substituent groups on group R2, and on compounds 
such as those described in Claims 10-12 in the case of R3 . 

The same applies to all of the other claims that 
refer back to Claim 1. 
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JENT COOPERATION TFJE^' 

From the INTERNATIONAL BUREAU 



PCT 



NOTIFICATION CONCERNING 
SUBMISSION OR TRANSMITTAL 
OF PRIORITY DOCUMENT 

(PCT Administrative Instructions, Section 41 1) 



Date of mailing (day/month/year) 
07 February 2000 (07.02.00) 



Applicant's or agent's file reference 
122262-587 



To: 




SATO, Kazuo 

NyOWd rdlciH Ot Law v«/iiii*c 

Room 323, Fuji Building 
2-3, Marunouchi 3-chome 
Chiyoda-ku, Tokyo 100-0005 
JAPON 


'/K Y O W a\ 
/ PATENT \ 

[_f£B i i m J 

nreceived/ 



IMPORTANT NOTIFICATION 



International application No. 
PCT/JP99/06142 



International filing date (day/month/year) 

04 November 1999 (04.11.99) 



International publication date (day/month/year) 

Not yet published 



Priority date (day/month/year) 

04 November 1998 (04.11.98) 



Applicant 

MEIJI SEIKA KAISHA, LTD. etal 



1. The applicant is hereby notified of the date of receipt (except where the letters "NR" appear in the right-hand column) by the 
International Bureau of the priority document(s) relating to the earlier application(s) indicated below. Unless otherwise 
indicated by an asterisk appearing next to a date of receipt or by the letters "NR", in the right-hand column, the priority 
document concerned was submitted or transmitted to the International Bureau in compliance with Rule 17.1(a) or (b). 

2. This updates and replaces any previously issued notification concerning submission or transmittal of priority documents. 

3. An asterisk^) appearing next to a date of receipt in the right-hand column, denotes a priority document submitted 
or transmitted to the International Bureau but not in compliance with Rule 17.1(a) or (b). In such a case, the attention 
of the applicant is directed to Rule 17.1(c) which provides that no designated Office may disregard the priority claim 
concerned before giving the applicant an opportunity, upon entry into the national phase, to furnish the priority document 
within a time limit which is reasonable under the circumstances. ^ ^ 

4. The letters M NR" appearing in the right-hand column denote a priority document which was not received by the International 
Bureau or which the applicant did not request the receiving Office to prepare and transmit to the International Bureau, 

as provided by Rule 17.1(a) or (b), respectively. In such a case, the attention of the applicant is directed to Rule 17.1(c) which 
provides that no designated Office may disregard the priority claim concerned before giving the applicant an opportunity, 
upon entry into the national phase, to furnish the priority document within a time limit which is reasonable under the 
circumstances. 



Priority date Priority application No. 

04 Nove 1998 (04.11.98) 10/313688 



Country or regional Office 
or PCT receiving Office 

JP 



Date of receipt 
of priority document 

04 Febr 2000 (04.02.00) 



The International Bureau of WIPO 
34, chemin des Colombettes 
. 1211 Geneva 20, Switzerland . 



Facsimile No. (41-22) 740.14.35 



Authorized officer 

Carlos Naranjo 
Telephone No. (41-22) 338.83.38 



fa) 



Form PCT/IB/304 (July 1998) 



003092065 



i- 
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P'~-~ENT COOPERATION TREfi' ' 



From the INTERNATIONAL BUREAU 



PCT 

NOTIFICATION OF ELECTION 

(PCT Rule 61.2) 


To: 

Assistant Commissioner for Patents 
United States Patent and Trademark 
Office 
Box PCT 

Washington, D.C. 20231 
ETATS-UNIS D'AMERIQUE 

in its capacity as elected Office 


Date of mailing (day/month/year) 
29 May 2000 (29.05.00) 


International application No. 
PCT/JP99/06142 


Applicant's or agent's file reference 
122262-587 


International filing date (day/month/year) 
04 November 1999 (04.11.99) 


Priority date (day/month/year) 

04 November 1998 (04.11.98) 


Applicant 

IMAMURA, Keiichi etal 



1 . The designated Office is hereby notified of its election made: 

| X | in the demand filed with the International Preliminary Examining Authority on: 
06 April 2000 (06.04.00) 

| | in a notice effecting later election filed with the International Bureau on: 



2. The election | X | was 

| | was not 

made before the expiration of 19 months from the priority date or, where Rule 32 applies, within the time limit under 
Rule 32.2(b). 



The International Bureau of WIPO 


Authorized officer 




34, chemin des Colombettes 


Christelle Croci 




1211 Geneva 20, Switzerland 




Facsimile No.: (41-22) 740.14.35 


Telephone No.: (41-22) 338.83.38 




Form PCT/IB/331 (July 1992) 




JP9906142 
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NT COOPERATION TREA 



From the INTERNATIONAL BUREAU 



PCT 



INFORMATION CONCERNING ELECTED 
OFFICES NOTIFIED OF THEIR ELECTION 

(PCT Rule 61.3) 



To: 



SATO, Kazuo 

Kyowa Patent & Law Office 
Room 323, Fuji Building 
2-3, Marunouchi 3-chome 
Chiyoda-ku, Tokyo 100-0005 




Date of mailing (day/month/year) 
29 May 2000 (29.05.00) 






Applicant's or agent's file reference 
122262-587 


IMPORTANT INFORMATION 


International application No. 
PCT/JP99/06142 


International filing date {day/month/yea r) Priority date (day/month/year) 

04 November 1999 (04.1 1.99) 04 November 1998 (04.11.98) 


Applicant 

MEIJI SEIKA KAISHA, LTD. et al 



1. The applicant is hereby informed that the International Bureau has, according to Article 31(7), notified each of the following 
Offices of its election: 

AP :GH,GM,KE,LS,MW,SD,SL,SZ,TZ,UG,ZW 

EP lA^BE^KCY^E^K^ES^IJR^GB^RJEJT^LU^MCNL^PT^SE 

National rAU^CBR^CN^DEJLJP^KP^KR^MA^MN^CNZ^L^RCRU^E^^US 

2. The following Offices have waived the requirement for the notification of their election; the notification will be sent to them 
by the International Bureau only upon their request: 

EA :AM,AZ,BY,KG,KZ,MD,RU,TJ,TM 

OA :BF # BJ # CF,CG / CI,CM,GA # GN / GW,ML / MR / NE,SN,TD,TG 

National lAE^L^M^T^BArBB^Y^CH^CR^U^DK^DM^EE^ES^LGB^GD^E^GH^GM, 

HR,HU,ID r IN,IS,KE,KG # KZ,LC,LK,LR # LS,LT,LU,LV,MD,MG,MK,MW # MX,PT,SD # SG,SI, 

SL^TJTM^R^TT^UA^UCUZ^N^U^ZW 

3. The applicant is reminded that he must enter the "national phase" before the expiration of 30 months from the priority date 
before each of the Offices listed above. This must be done by paying the national fee(s) and furnishing , if prescribed, a 
translation of the international application (Article 39(1)13)), as well as, where applicable, by furnishing a translation of any 
annexes of the international preliminary examination report (Article 36(3) (b) and Rule 74.1). 

Some offices have fixed time limits expiring later than the above-mentioned time limit. For detailed information about the 
applicable time limits and the acts to be performed upon entry into the national phase before a particular Office, see Volume I 
of the PCT Applicant's Guide. 

The entry into the European regional phase is postponed until 31 months from the priority date for all States designated for 
the purposes of obtaining a European patent. 



Th International Bureau of WIPO 


Authorized officer: 






34, chemin des Colombettes 


Christelle Croci f 




121 1 Geneva 20, Switzerland 


2JL-- 


Facsimile No. (41-22) 740.14.35 


Telephone No. (41-22)338.83.38 




Form PCT/IB/332 (September 1997) 
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WO 00/26191 
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From the INTERNATIONAL BUREAU 



PCT 

NOTICE INFORMING THE APPLICANT OF THE 
COMMUNICATION OF THE INTERNATIONAL 
APPLICATION TO THE DESIGNATED OFFICES 

(PCT Rule 47.1(c), first sentence) 



To: 



SATO, Kazuo 

Kyowa Patent & Law Office 
Room 323, Fuji Building 
2-3, Marunouchi 3-chome 
Chiyoda-ku, Tokyo 100-0005 
JAPON 



Date of mailing (day/month/year) 
11 May 2000 (11.05.00) 






Applicant's or agent's file reference 
122262-587 


IMPORTANT NOTICE 


International application No. 
PCT/JP99/06142 


International filing date (day/month/year) 
04 November 1 999 (04. 11.99) 


Priority date {day/month/year)' 

04 November 1998 (04.11.98) 


Applicant 

MEIJI SEIKA KAISHA, LTD. et al 



1. Notice is hereby given that the International Bureau has communicated, as provided in Article 20, the international application 
to the following designated Offices on the date indicated above as the date of mailing of this Notice: 

AU,CN,JP,KP,KR,MA,US 



In accordance with Rule 47.1 (c), third sentence, those Offices will accept the present Notice as conclusive evidence that 
the communication of the international application has duly taken place on the date of mailing indicated above and no copy 
of the international application is required to be furnished by the applicant to the designated Office(s). 

2. The following designated Offices have waived the requirement for such a communication at this time: 

AE^UAM^A^AZ^A^B^G^R^Y^ 

GH^M^R.HUJDJLJNJS^E.KG^KZ^aLK^LR.LS.LT^LU^V^D^G^MK^MN^W^MX^NO.N^OA, 
tu PUPT,RQ,RU,SD / SE / SG,SI,SK,SLTJTMTR,TTT2 / UA / UG,UZ / VN / YU,ZA,ZW 

The communication will be made to those Offices only upon their request. Furthermore, those Offices do not require the 
applicant to furnish a copy of the international application (Rule 49.1 (a-bis)). 

3. Enclosed with this Notice is a copy of the international application as published by the International Bureau on 
1 1 May 2000 (1 1 .05.00) under No. WO 00/26191 



REMINDER REGARDING CHAPTER II (Article 31(2)(a) and Rule 54.2) 

If the applicant wishes to postpone entry into the national phase until 30 months (or later in some Offices) from the priority 
date, a demand for international preliminary examination must be filed with the competent International Preliminary 
Examining Authority before the expiration of 19 months from the priority date. 

It is the applicant's sole responsibility to monitor the 19-month time limit. 

Note that only an applicant who is a national or resident of a PCT Contracting State which is bound by Chapter II has the 
right to file a demand for international preliminary examination. 



REMINDER REGARDING ENTRY INTO THE NATIONAL PHASE (Article 22 or 39(1 )) ' 

If the applicant wishes to proceed with the international application in the national phase, he must, within 20 months 
or 30 months, or later in some Offices, perform the acts referred to therein before each designated or elected Office. 

For further important information on the time limits and acts to be performed for entering the national phase, see the 
Annex to Form PCT/IB/301 (Notification of Receipt of Record Copy) and Volume II of the PCT Applicant's Guide: 





Authorized officer 




The International Bureau of W1PO 




34, chemin des Colombettes 


J. Zahra 




121 1 Geneva 20, Switzerland 




Facsimile No. (41-22) 740.14.35 


Telephone No. (41 -22) 338.83.38 
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>y4fcl\IT COOPERATION TREA"f^t 

From the INTERNATIONAL BUREAU 



PCT 



NOTIFICATION OF RECEIPT OF 
RECORD COPY 

(PCT Rule 24.2(a)) 



To: 



SATO, Kazuo 

Kyowa Patent & Law Office 
Room 323, Fuji Building 
2-3, Marunouchi 3-chome 
Chiyoda-ku, Tokyo 100-0005 
JAPON 




Date of mailing (day/month/year) 

24 November 1999 (24.11.99) 


IMPORTANT NOTIFICATION 


Applicant's or agent's file reference 
122262-587 


International application No. 
PCT/JP99/06142 



detailed below. 

Name(s) of the applicant(s) and State(s) for which they are applicants: 

MEIJI SEIKA KAISHA, LTD. (for all designated States except US) 
IMAMURA, Keiichi et al (for US) 

?4 November 1999 (04.1 1 .99) 
Priority date(s) claimed 04 November 1998 (04.1 1 .98) 

^.JESSSftSS? °° PV 22 November 1999 (22.1 1 .99) 

List of designated Offices 

AP :GH,GM,KE^S,MW,SD,SL,SZ/TZ,UG,ZW 
EA :AM,AZ3Y,KG,KZ,MD,RU,TJ,TM 

EPrAT^B^CH^CY^D^ES^I^R^GB^GR^E^T^U^MCNUPT^SE 
OA iBF^J^CF^CCClCM^GKGW^UMR^E^SNTaTG 

National *AE AUAM^AU^BA^B.BCBR.B^CA^CH^N^CR^CU^C^D^D^DM^EE ^Fl GB, 
MNW,MX,NO,NZ,PL,PTmRU,S^ 

zw 



A ^Th^p°t!ant should carefully check the data appearing in this Notification. In case of -"^^ d-tB 
and the indications in the international application, the applicant should .mmed.ately .nform the Internat.onal Bureau. 

In addition, the applicant's attention is drawn to the information contained in the Annex, relating to: 
[ X | time limits for entry into the national phase 
| | confirmation of precautionary designations 
| X | requirements regarding priority documents 
A copy of this Notification is being sent to the receiving Office and to the InternationalSearching Authority. 



The International Bureau of WIPO 
34, chemin des Colombettes 
1211 Geneva 20. Switzerland 



Facsimile No. (41-22)740.14.35 
Form PCT/IB/301 (July 1998) 



Authorized officer: 

Susumu Kub^ 7 

Telephone No. (41-22) 338.83.38 
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ANNEX l^RM PCT/IB/301 M RCT/JP99/06142 



INFORMATION ON TIME LIMITS FOR ENTERING THE NATIONAL PHASE 

The applicant is reminded that the "national phase" must be entered before each of the designated Offices indicated in the 
Notification of Receipt of Record Copy (Form PCT/IB/301) by paying national fees and furnishing translations, as prescribed by 
the applicable national laws. 

The time limit for performing these procedural acts is 20 MONTHS from the priority date or, for those designated States 
which the applicant elects in a demand for international preliminary examination or in a later election, 30 MONTHS from the 
priority date, provided that the election is made before the expiration of 1 9 months from the priority date. Some designated (or 
elected) Offices have fixed time limits which expire even later than 20 or 30 months from the priority date. In other Offices an 
extension of time or grace period, in some cases upon payment of an additional fee, is available. 

In addition to these procedural acts, the applicant may also have to comply with other special requirements applicable in 
certain Offices. It is the applicant's responsibility to ensure that the necessary steps to enter the national phase are taken in a 
timely fashion. Most designated Offices do not issue reminders to applicants in connection with the entry into the national 
phase. 

For detailed information about the procedural acts to be performed to enter the national phase before each designated 
Office, the applicable time limits and possible extensions of time or grace periods, and any other requirements, see the relevant 
Chapters of Volume II of the PCT Applicant's Guide. Information about the requirements for filing a demand for international 
preliminary examination is set out in Chapter IX of Volume I of the PCT Applicant's Guide. 

GR and ES became bound by PCT Chapter II on 7 September 1996 and 6 September 1997, respectively, and may, therefore, 
be elected in a demand or a later election filed on or after 7 September 1996 and 6 September 1997, respectively, regardless of 
the filing date of the international application. (See second paragraph above.) 

Note that only an applicant who is a national or resident of a PCT Contracting State which is bound by Chapter II has 
the right to file a demand for international preliminary examination. 



CONFIRMATION OF PRECAUTIONARY DESIGNATIONS 

This notification lists only specific designations made under Rule 4.9(a) in the request. It is important to check that these 
designations are correct. Errors in designations can be corrected where precautionary designations have been made under 
Rule 4.9(b). The applicant is hereby reminded that any precautionary designations may be confirmed according to Rule 4.9(c) 
before the expiration of 15 months from the priority date. If it is not confirmed, it will automatically be regarded as withdrawn 
by the applicant. There will be no reminder and no invitation. Confirmation of a designation consists of the filing of a notice 
specifying the designated State concerned (with an indication of the kind of protection or treatment desired) and the payment 
of the designation and confirmation fees. Confirmation must reach the receiving Office within the 15-month time limit. 

REQUIREMENTS REGARDING PRIORITY DOCUMENTS 

For applicants who have not yet complied with the requirements regarding priority documents, the following is recalled. 

Where the priority of an earlier national, regional or international application is claimed, the applicant must submit a copy 
of the said earlier application, certified by the authority with which it was filed ("the priority document") to the receiving Office 
(which will transmit it to the International Bureau) or directly to the International Bureau, before the expiration of 16 months from 
the priority date, provided that any such priority document may still be submitted to the International Bureau before that date of 
international publication of the international application, in which case that document will be considered to have been received 
by the International Bureau on the last day of the 16-month time limit (Rule 17.1(a)). 

Where the priority document is issued by the receiving Office, the applicant may, instead of submitting the priority 
document, request the receiving Office to prepare and transmit the priority document to the International Bureau. Such request 
must be made before the expiration of the 1 6-month time limit and may be subjected by the receiving Office to the payment 
of a fee (Rule 17.1(b)). 

If the priority document concerned is not submitted to the International Bureau or if the request to the receiving Office 
to prepare and transmit the priority document has not been made (and the corresponding fee, if any, paid) within the applicable 
time limit indicated under the preceding paragraphs, any designated State may disregard the priority claim, provided that no 
designated Office may disregard the priority claim concerned before giving the applicant an opportunity to furnish the priority 
document within a time limit which is reasonable under the circumstances. 

Where several priorities are claimed, the priority date to be considered for the purposes of computing the 16-month time 
limit is the filing date of the earliest application whose priority is claimed. 
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(54)Title: PICOLINAMIDE DERIVATIVES AND PEST CONTROLLERS CONTAINING THE SAME AS THE ACTIVE 
INGREDIENT 




(57) Abstract 

Novel compounds of general formula (1), pest controllers containing the same; and a process for the preparation of the compounds 
wherein A is a free valency or optionally substituted alkylene; R, is one or more groups which may be the same or different from each other 
and are selected from among hydrogen, alkoxy and haloalkoxy; R 2 is hydrogen, (substituted) benzyl, (substituted) alkyl or (substituted) 
alkanoyl; and R 3 is hydrogen, (substituted) cycloalkyl, (substituted) cycloalkenyl, (substituted) aryl, or a (substituted) heterocyclic group 
with the proviso that the cases wherein R, is hydrogen, A is a free valency or methylene, and R 3 is phenyl or cyclohexyl or those wherein A 
is alkylene and R 3 is hydrogen are excepted. 
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5£ (1) (Dlfzi'J>l7 5Kii^ 
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A 

tel. 2-X^U>*U 1, 1, 2-, 1, 3-, feL<tt2. 2-7D 

tfU->gt 3-7'DlfU>i, 1, i, 2-, 1, 3-, 

1, 4-, 2, 2-, 2, 3-, fcL<te2, 4 - U >fi, 3, 3-i^ 

4-y^U>jg, 1, l, 3, 3-^h^^^;U-i, 4-Zf^]s> 

^fc«2, 5-y^oo-i, 5 -^>^)im&mit>*iz> 0 

-X3^>0L 1, 2-T7°atfl/>gt 1, 3-ynb°l/>II, 2, 2-^Dtf 
U>$t 1, 4-y^U>||, 2, 4-y^I/>fI, 3, 3-i?*?-)\,- i, 4 
-y^l/>0, 1, 1, 3, 3-^h^^^;U-l, >il, 

zFu>m. s\??*?-u>m. *??*^u>m, 1, 5-^>^;uit 

2, 5-^do-i, 5 -^>^;i/H^w ens. 
R. 

R 1 W7^3 + >'IS&(jAD7^3 + ySH ff$L<ttR*ft 1-4 

^h^5>S, ih + yS, 1 -7°aH;i/^-^->S> -f V7°o fc?;M-^>>g, i- 

4, 5->?^h^'>a, £7cte4, 6 - h^S^W <btlZ> a 
R 2 
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Ra^ckO^fSU^fe^tLTtt, zk&jBB 1 , ^>^;P3|, T-fe^;PS, £fc 
3-1 2®y^D7^;HSfcli^|[3-l 2 (7)v^ D7;P$--;i/STfc 0 , 

S^n^v^S, S/^a^y^;!/*, ->^o^-^^;i/S, i/^ny- 
v-^ n-^;>;H£, iyy* □ 'jzjy-xv;!^ u F^v'JI/sS, fyy'D^x^-fc; 

ao^'>^ yJ/l. -hDS, 7$ys, rtJM^s^g, tKBIS, 7 

^fc^*tl~4©AD7J^ + yS^b/ci:§P^bIK$n§-^fc(iZ^ 
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^iMitbTti yymmT. mmm^, ^mm^. yjyi, -hns, ?k 

n-y^;ua, sec-^;H« ^V7*f^S, t -7'^ Jim, n-^>^;U 
S> 2-^>^;US, 3-^>^;US % -fV^>5SM/£, *^>^Jl/S, 7i 

^£ Lt^m#:#!J<hLTte, 7i-JH, T^^US. 7 U JUS, ^>V^^~;U 

/\ny>mT-, y7/i, -hn$, 75/1, tKKS, 

T)V*c)\,m. T;i/3^i/», 7)i*)ittm, rji^, t>L 

mm* I, < i$ft&mwi(Dmm%i 2 ~ 6 (DT^-jumh l < ^7 

AD7;Wi, AD7;i/3 + i/I, AD7M;|/5 1 tS, A07WJI/7JI/ 

t> k u»K!Kt*ot^*» 1 - 6 ost?$ d , -e-n^en 1 ~ 1 3 <gc3 
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• —ju^^g (ci^t, ^n^©sa, wtii~i i®(om—-£fzi$ffimfc 

1T\ ^ti^©S(l ^n^'ti, /\ny>^, fill feL,<^iKm^©^itl 

K*»3-6 0'>^D7;wn, tu— jus, T'J— ;u^->S, 7'J— ;u 
3^3^ tu-;ut.;u^^ -;us, Tu-ju^ju^-juai, j'j- ;UTsy», 
tu-;ut;u^;us, tu-;u7;u^;u^->s, t>j-ju^->t;u^;u^ 

~>S, 7'J-;W7;^Wj/5. J'J-^t+yT^^^tS. 7U- 
)Vtt7)\,*)V?-*m. T')-)VT)V^)V^m, TV—)VttisT)V*)},m. 

;u^;us, s^atyju^ju^-^^gi^fettffi^giTJU^u^gi (zzt, ;n 

<=> CDS(3#i5E-r ^> 7;U^;UII«, tt^Ife b < «^lKm^(75^3R«t 1~5®7 )V* 

R 3 W7 U -;U*^fc«^m^gC0KmSi LT0f £ LV> JUfrflJWu 7 
y*]^, &*DK^. ^HJiB 1 , v7/l> "hDl, 7$;!, 7jc^S, 

^;ua, *ju#=^v;us, #;w^-tjus, tttDvn^ y^;us, x 
3=-;u£, n-^ptvi/g. <y^nt:;n, n-^;us, <v^;us, se 
c-^;us, t-y^;us, n-^>^;us, 2-^>^;US, 3-^>?\M, 
-rv^>^;us, 2 -y^;u- i -7*^;us> ^^>^)vm. ^h^yi. 
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y7Mn^oo^5 : mi, h'J7^to^^ftS, hij7Mn 

;UT5/S, n-^otf;i/T5yS, <V7*DW5yS, y^^7i;l, 

xh^y*M-;n, ^^XJU*-;!/^^^ x5P;b7JU* 
x;u^->^ th'n + WS/^H, th*n+w$;x^S, * 

y^S/X^H ; 

hu^^i/>s, ^h^^^u>s, ^j-vy-jJt^m. xfi/>i?t+ y 

Sfcttl, 4, 7, 10, 1 3 -^>^^1th U^*^^U>S (un6 

y^pyDtfrn ^n^^S, ">^n^>^;PS, ^>^o^->;us, 
7xy+y7J^t+yI, 7x~Jl/5 : t7^JW^yS 1 7x7 

^^x;ut;u^;u^-+5>s, 7x~^7j^j^ts, trusts, tfue^M- 
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7'J-;W7;m-;u», 7'j-;u7;i-^;f*~>g, 7 'J-my7^m 

5>S, 7U-Jl/ft7;i/+M+yi, 7'J-;W+y7J^iWS, 7U- 
)Vtt7)\s*r)W*&* 7i)-)l7)l*)\s^*m. 7V-)\s**z/7)V3c)im. 

7'j-;^t7j^jn < iiii, mmm**z/m. mmrn^rn, mmm7 
ju^jm, mmm7)i*)i*3rism£fztemmm7)i*)i^m c^ci-c. 
e cds^^t^ 7; wmte, m.m t> l < ta^K^^sifc i ~ 5 ©7;u* 

?W£L<, £b&SB&gte, 

y\ny>M^, y7;i, -hag, 75/1, 7j<^s, 

uMSfc l, < teftmAVtoymnw: 2 ~ 6 cD7;i/^--;ust> b < «7 jit--^* 

AD7;i/^;i/i, AD7^3^yS. Aa7;i/+^fts, ao7JI/+;^;p 
^^-;ug, feL<«cD;\D7;i/^;U7,;i/^-;L/S (^cit\ cin^cDgte, it 

&'&L,<te#i&#T&oT0?&# 1 ~6(7)STr$)D, fro, ^ft-^tl 1 — 1 3 <@ 

itiit) l, < feftt&mvt(Dmm& 2 ~ 6 © a □ 7;i^-;i/g t> l < «/n □ 7^ 

7y^7i/S, N-7y^-N-7;W7$;i, 7^1,757^ c? 

7MJi/7 5;i, 7;u+;u*;utI5^;I/S, 7)\/*-)Vt))Vtf—)i-*ir^m, 7;u 
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life u < tefti&m$k(Dm.mm. 1 ~ 6 ©tji/^hi^wts) ; 

nb(DS«u -en-en. /\ny>if, EmfcL<^Kii^cDj^^i~4(D 

:©Ao7H;nit 1-1 iii^i^i-^7t«ffim^§/Npy>^^#T 

-e-nen, Any>if, a:ilfeL<^i!gii^cD^^i~4^T;i,^;i/S ! fo 

^liH^ y77S, -hnl, 7571, 3fc;P$;HE, rt^A^E-f 

n-yDtf;^^S. -fy^DWti, *^)\,7s)V7s<-)\,m. 

t^-^m. ^)UX)iy ^ -Jim. x^;utju*x;us> h'J7Mn^f;i/$, 

MO^OD^h + yS, hU7AtDlh^yi, y7Jl/t0^fmi, 
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MJy^u->^ ^K^^^i/>s, ^^i/>^^^,>^, x5Pi/>>?;d-*-> 

4, 7, 10, 1 3 -^>^^-^if h u^^^u^ (^tl^> 

(ciciT, cm^cDSte, 7 7*^ m^^, ^^;u*, ku^ 

J^D^^m x^;US, n-ynt'JH, -fV^Dtm n-y^;us, 

S> 4- (4'- t -7^Jl7jLy*is) 7i-JH, 4- (3'-h'j7Mo 

cc~;i/», 4-^y~j)i7 4- (4'-^ h=t=-~>7 jcy^i/) y j^- 

3-hU7MD/5 : Jl'-4- (4'-h'j7Jl'tn/5 1 JV7x;+y) 
4- (4'-7xZJb7iy^y) 
4- (4'-/^7xy + y) y^~)im, 4- ( 4 ' - ;* x / ^) 

4- (4'-^.^;U7o:y^S/) -3-hU7Jl,tD/^7x^S 1 3- 
70D-4-7x;+y7xZJH l 4-y^y^is- 3 - hU7JVtn/^ 
T7;n~;i/S. 3 - ^ 4 - 7x 7 + y 7xZ;H, 3 - h ^ ~> - 4 - 

(4'-^^;u>'aiy^'» 7x-;n. 

4- (2 s , 4'-i/- t -^;U-7^y^^) ;7:c-;US. 4- (3', 5'- 
y-t-T'Wxy+y) 7x~JH, 3-^cm-4- (4>-$uuy^ 
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1— (1— J-yT-Jl) 3L^)im, 3~^OD-4- (4'-^^y7iy 
3 O □- 4 - (4.-/^ 7l y^. >) 7 I -ji / g i 

3- ^^;U-4- U'-^^i/^a:/ 7xZJH, 4- (4'-h'J^;U 
tU/^'>7i^y) 7xZJH, 4- (3'-bU7MO/h + ->7i 

3-^^;u-4- (4 j - h u ^;u^-p^^;p-7 iy^s/) 7xrjn, 4- 
(4 , -^5 : -;i/7jiy^'» - 2 - h u 7;i/to^^ji/7iz;n, 2, 4— >? 

- (4 , -/fJl/7i;4 ; y) 4-^>y;Wy7x-JH, 3 

V>5MUS, 1 -T^T>^>p<^;US, 4-y7 0A+->jl/7x-JH 1 3, 

4— X^U>> ? ^>'7a:-;i/S> 4- (4'-Zh07x7+y) 7x-JH, 
2, 6-^^f-;i/-4-7x/ + ->7iZJI/S, 4- (4'-N CV:7°Otf;U 

T^y^x/^) 7^-)im, 4- (4 j — r v^u;i/tf^s^s/>- i > — r 
;u) ^jc~;us> 2 -^^^D^WVS, f>y- d^d tf;i/S, ->/7o^> 

^>y* Oy^MUS. 4- (2'-7xy+yX5 1 ^y) !7x-;i,£, 
4- (3'-7x^y7 , OtfM^-» y^-JUg, 4- (3'-7i^7'd 

\l ^) y x - 2 - tf u 3 - tf u >ws, 4 - tr u >? 

4-^^7x~;H, 4-7Q07x-jH, 4-7MD7i 
4 - t -7'?JL'7xZjH 1 4 -^^^l/?!^^ 2-7;^ 
□ -4-/^V7x-;H, 3, 4-y7007xrjH, 3, S—i?7)),*U 
y^~)Vm. 3, 5-y-t-7*^7x-JH, 4-hU7^0^^7i 
— 4 - b U 7J^D^ h + y7x"JH, 2 - 7x~;i/y^ D7°D tfJH, 
v^n^\^v;i/S, 1 -i^yu^-\L-)Vm. 4-7x^t+y7xZJH, 
3-7DD-4-7x^^;i/t+y7xZ;H, 4- (4'-^D07i^^ 
^^~» 7xZ;H, 4-*J-)]/z/i7W\3?-i/)],^ i-"7Us\y°^)\,^ i/yu 
*y^)im. 3-^^;U-4- (3 , -h'J7MD^^7xy+y) 

4-t-7*^-2-yOD7x^S, 4-t-^;U-2, 6 - >? ;* 
?Jl'7x-^S 1 5 - t - y'^jl^y^-^^-ji- 3 — OUS, 4-t-^ 



WO 00/26191 



PCT/JP99/06142 



12 



)V^tv—)v~ 2 — r;ug, 

2-*h*->-4-7:n/*->7x-;i,£, 3 
1 ~^>yJ^ 4 4- (4'.75/7i;^y) 7 IZ 

4-^>y-r;i,7ai-;us, \-^>y-)vm. 1, 2, 3. 4-^h^ 

th'Ot7h-l-^jH > l-**t?^'J^-;Ug. 2-tKD^yy/70A 

Tabs. 

5£ (1) tisviT, 

A^^#, p<^l/>II, 1, l-feL<ttl, 2-X^U>gt l, 2-, 
1, 3-, fcL<2, 2-7*Dtfl^>«, 1, 4-y^l/>II, 2, 4-7^1/ 
>$I. 3, 3-^^^U-l, 4-7Tls>m. 1, 1, 3, 3-fh7^ 
-1, 4-7^U>gt 1, 5-^>^;i/», 2, 5-y^DD-l, 5-^> 

6 -S?* h + yl^b, 
R 2 j&*tK^ ^>v;ws, Tiz^;us> Sfctt7*D tf^n;us^^b, 

R 3 #7R^ 4-7xy+->7i-JH, 4- (4'-t-7*fJl,7xy^y) 

^^-^ 4- (3>- MJ 7;i/^n*^;u7xy'^-» 7x~;n, 3-7 

iy+y7x-JH, 2-7x/ + y7xZJH, 4 -^>yjl,7x-;H, 4 
- (4'-/b^y7x7 + y) 7x"iH, 3- hU7J^O^^-4- 
(4'- h >J -7)\,*U*?-)\,7 3LS*is) 7xZJH, 4- (4'-7x:2J!,7x 

4- (4 ) -^f;|,7x/^y) ^x~;US, 4- (4'-^^7i; + y) 
7x~;i/S, 

4- (4'-^^7x/ + y) -3- h»J7;i/^-D^^;U7x-;US. 3 - 
^0-4-71/^71^1, 4-7xy+y-3-h'j7Uo^^ 
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7xZJH, 3-^^-4-7xy+y7x"JH, ■ 
(4'-^^7xy^y) 7xZJH, 
4- (2', 4'-y- t-^7x7^y) 4- (3', 5'- 

y-t-7*^7xy + -» 7ac-;US, 3-^nn-4 - (4'-^DD7^ 

l- (l— ±:7^;w x^;i/S, 3 a a - 4 - (4'-^h^v-^x/ 

7x-M > 3-700-4- (4'-^^;i/-7^y^-» ^a:-;^, 

3- ^5P;U-4- (4'-^^7x/^y) :7jlX;|/S, 4- U'-HJ^A- 

h=*ris7 3L/3r~» 4- (3 h U 7MD^ h + y7 x 

3-^^;U-4- (4'-h'J7MD^^7x;^y) 7x"^S, 4- 
U'-^^y^xy^) -2-hij7jl/tD/^7x-jH 1 2, 4-v> 
- (4'- *^)Uy^y3ris) 7XZJ1/I, 4 -^>yj^y7x-JH 1 3 
-^>yJW+y7x-;H, y^DHfv^S, n^^Hk 

•^>^;ux, 1 -T^>^>^5 : -;i/S. 4 ->-^n^\^s/;i/7ic-;us, 3, 

4- Ifl/>yt+y7x-JH > 4- (4'-ZhP7x/^y) 7x-JH, 
2, 6 — 4 — 7x;^-/7xlJH, 4- (4'-N fy^DfJl' 

7$y7xy^y) 7izjh, 4- (4'--f vy^u;i/tf^^^>- i > — r 

y7 07*?JH, 4- (2 '-^jcy ^->X^;U^^v) 7xZJH, 
4- (3'-7x/ + yyot 5 M+y) y x~)Vm. 4- ( 3 '- 7 ~Jly° n 

tf;M-^~» 7x-;n, 2-k!u^;us, 3-tfu^;us, 4-tfu^;u*, 

4-t-7"f;V7x-JH, 4-^^>f^7x-;n, 2-yji* 
u-A-^^-)Vy^-)Vm, 3, 4 - uuy jL-)vm. 3, 5— v^ktn 
:7^-;i^ 3, 5 t 4-hU7Mn^^7x 

— JUS, 4-hij7Mo^h + y7xZjl/S, 2-7x-;i/y^7D7'ntfJH > 

i>^o^\^->;us> l -~>yns\*±-)im. 4 - y jL^jv^^r^y ^-ji^^ 
3-7nD-4-7x?^;i/t+y7x-JH, 4- (4'-^on7i^ 
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^^7^;US, 3-^;U-4- (3'-h'j7Mn/^7x;^y) 

^S, 4-t-»-2-^QD7xZJPi, 4-t-^;P-2, 6-^^ 

;i/f77- 2 — (Jim. 

- (3-kTUvW 7x-JH, 4-7x-^75y7x~^i, 4- (4-^ 

4-^>>/<;i/7i-;i/S, 1-0^-;^ i, 2 , 3, 4-^h^ 

tHn^h-l-^JH, l-^^Vi^-Jim, 2-tFD + y-^DA 
til IZtt I, T&±&im ^ t> (D7:& % . 

y^DA+y^75> (m^^n^S^T^ >) ig. ^>i?)\,7=i 
^-0-7i^7 5>. N, N-yX>y;i,x^l/>y75 >£fctei^> 

SfE&ift. ffi&i&. U>Bift, M^CDJ;^^^^, 

•>o.«i7K, ■7>t ? ;^, ism, 7K>i, y'u\±^>m. mm. u 
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>3Et<D£~>fc%)m>Wii&* 7Ji^f->m. 77A7^>s, t/jup^ymm. 
^ (i) <p\dzi^ym.T^vmmw(Dm : ^ 





(5) , j£ (6) *s«tt^ic (7) ts^-znzit&mtt (i) -e^n^fg 
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(5) , 5£ (6) iScfctfj* (7) T^Snst?D«J>KT^ KSI^^fiiig-r-S 

fe«KA^< K£«J, N, N ' -v^^D^^^U^i^f ^ H (DCC) , 
1-X5MU-3- (3-y^^75y7'ot:JW rtJMSSM ^ Kifigifi (WS 
CI • HC 1 ) ©rtJMSvH' ^ ^S^te^CDftJ^^J, flMLfcfN, N- 

^kKn+yj> (eedq) , bij7^-jv*xyj>-wmtmm (mm 

l-kh*o^>'/hiJ77-;k N-t Fn^>«B^f ^ Kit! 

px^>, ^no*jK w&<ktem<Dmmm/\uy>m?<k§k{k7kmm* ^x 
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JI/^A7 5K 4 ^^^7*'J5/^NiJ7$h* (HMPA) ©7$Hi, 

l^KttLT, ^ (4) T^nSJ^^i. o~2. 

O^k £?£L<tel. 0-1. 3t;l,<7)|gffiT^fflT^c7)^ c fc<, ffi-Smz-D 
^Tttl. 0-5. 0*;k *f*L<ttl. 0-2. 5^;K3D|fiHTttffl-r*0!) 

IfniJ^ittlMltJH^lTl. 0-2. 0^, jfSKfi 
1. 0-1. 3^©ttHTttfflT*©a««fcl,>. 7$>a©Bfe#Jatt*ffl^*» 
BiCte, T5>^#in^l^E;KC^LTl. 0-2. 0^;k £?£L<tel. 
0-1. 3^;U<0|gfflT^fflTS©*««fctri 0 
5* (3) lc£>^T, B*t/\ny>i^*4*^i:«[fflsn5»Kii, SfcKfe 

±m&m*mim. Dmitri- &zwzmmj-bv<yA, mmtiv^ 
a, mk*m±hw&. mm7mtii)V2±<DT)it)i)<&m(Djm.^ mmr> 

^E^A, ^^^«^^-h>j^7A, »'J^ l£K#;k>SA©7Jk*U 

A. 7k*<k*U^7A, *mfc*l)],isV&<D7)\,%V&m* $>Z>mZ7)\,£)tJ±m 
&m<D7kmfc!&). &SWiMJ*^;k7 5>, hUX^75X N, N->?^ 

(DABCO) , i/71ft:->^n/*> (DBN) , ^Tlfti^D^ 
>5=Hz> (DBU) <Dm=8tT$>m&mtf*>tlZ>. 
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0-2. 0^;k $f*U<ttl. 0 — 1. 3^;KO«gHT^fflfS©^ 
ck<, BUg^SJtcrH^TW: 1 . 0-5. 0^E;k ^l<(ii. o-2. 5 ^EJU 

ommT'tem-rzotfj:},*. Rjt^m\t^zm^tLm^ -io*c^ 

^^fflt-S^fiEo»^taSJKT©«5HF«gTfeS. SEISMS, MSB©«^ i&m 
iz =fc o T^b-T iI3t i - 5 RfWKiSS £ d £ ic«k o TSSitf s ci <t 

0-10. 0€JK ^L<lil. 0-3. 0^;K7)ttHTfiEffi-r-5©^«fc^ o 

dt^T^^o K^wtt, i&ffi<7)»^, i&st«fct?T^frs*«, suri-i 

£<0«fc5£LTfcSn&5$; (5) T^£tl&tfn U >K75 K3S3Hfcte, R 4 

^7K*^T*s*^»ctt, &m\zj&tT'£to(Dijmz£r)®£i l \zjs: (6) 

LTt#6tlfe 3 - t H P^->^?r^©^tc:cfc 0 T >>;Hk-T S C tide}; 0 > ^ 
SKit (7) T^$*l*3-7'>';U^->#:S:fiSC:tA«7?#S. ClCDi^ffl^b 
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^^©-©SgfilTtt, ffjfB<7>5£ (1) TS3n5lf3'J>S75 KSI^^, 
*^BJ{'J:§^: (1) ©enU>i75Hii#:H &^& J $>&m&®ffi\z 

^Bj^ct^)^ (1) oif3'j>i75 Fmmfc&mmi&fttLT^/v'ctez 

v-cmwteffimm&m&LT. mm^mmt^tixm^n^ztaiw^L^. 
m^m^u^ mtemte, #*«tn*\ mtm&u ^wizjt^x^mm^ 

mm, i7^-;k MmmizmmitLxmmTz>z\trfxzz> B 
nmttof&izm^znzRimittisxiz. rct^m^±m tttij>^- 

;U>-7A, *fn->'J*) , fl^jBH- (fifc£, j^jg, ©fc^ 
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TW)vm.m) (DmmM-pftmm. mxu. pap (Ki4u>g6<yyptf;w 

B H T ( 2 , 6-y-tert -7*f Jl/-4-/^7x;-Jl.) , BHA (2 
- t e r t -7*^)1-4-* h^y7x/-J^3 - t e r t 

7;muu7 u -jutjut}n>®^ 7;i/*;i/7 u -;i/x-^;Mi& u 

*%sj^*5^^*i^^TO^J{3fe^T«, 3£ (1) CDtfn'J >^7$ KSI 
If, 0. 0 1-9 9. 0f£L,<teO. 05-901 

0S * % ^ $?2;U<te5~5 Oli%ggntt^Wtb<, 7K?0^J 

&«ktf:7D7:7;u?ffl<ti/ri~9 oitxig, oii%i 

mtt5©^K, SSItLTttO. 1-5 011%^ £?i;L<te 
0. 5-2 5li%iSTMtl)©^b<, MtLTSO. 1-401 
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tc ck * *t#;^ffi^ b& <z> is © ss^ a*s £ Timm mm$* ^ rn t> mm © 
jsjBPm mmmm. mm^m, mmcomm. fowmmovtrnz^-oTm 

mwimft&o. l^A-iooo^Aii, $?£L<tei~i o oy^&m 
&-c$>v, %m. ?mm. 7V77*)um**T~mmi>Tm^z>m^te. tcomm 

mmtmn 0 . lppm~10000pp mlK, ffSL<ttl0ppra~10 

mm. -&m.) , ^mmmm^s mxu, y^zz, □>a<» tcfe^ 

5£ (2) cPfcfuU >BgggS»fl: 

5£ (2) t*5^T. BfMI, AOf^gf, ^fcttM^l~6(7)T;Uzi 

(2) OlfZl U >^^#:«^0J(7)$Bffl^e>^nS o 
BO^ll^WJtLTH 7jcil, MI^, USSJK^. *h**>£, X 
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PCT/JP99/06142 



22 



vl, ^V^n^yl, 1-77)1,**^ t 
^;^Dpth^r">s, i?7^tD^ h+yi, -7;u^n^ s^yg, jfc (ly7 

fcmtL-az. mz.tevrv&& i-bvy&m* *u^a«, v^v^Ai* 

~C 6 7;WI/75> (m«hUxW5» Jfi, Cl ~C 6 T;Ui7/-;i,T 
y^D^y^j^y (^il^^^^^n^^^UT^ » jg, ^>^;ut^ 

^iit« u>ggig» £3m<o&5t£i&mm.]&. mm. 

^i^K, gc,&§as, urn., mm, ^u-r>m. y'n^ym. mm. u 
>3m(D£otet>)is#ymm. 7ji=?->m, 7^7^>i« ^;i^s>^i& 

5t (2) cotfn U >BI&»#:te«ka^<z>£W:5$; (l) ©kfn'J >»7^ Km* 



WO 00/26191 PCT/JP99/06142 

23 

5£ (2) <Plf:3U>g&i»fr<PaiH£:frfe 

#3B9iK:J:S5£ (2) X^£*i3 en U >mmmmt. MtemiZte, j^T^IE 

«mi02-i, 1802-2, j:mm2-3izi*kTjjmz&K>mm?z>z\ 

Xjg^l 2-1 




(11) 



Hmm 2-1 (Dfiffi^ EP 0 2 0 8 4 5 2#, EP0304732 mzm^ 
$tlT^5^ (8) -C^^nsf i- 3 -^>yM^y- 2 - t Fn + v/f 
^t!'Jy>€:, TOtt&ttE'K mtRfo\Z&QjS: (9) X^£n£«g|- 3 

s^£sstesjft£>aii> is^> McioTS/iO, ttLT- 2 o < c~ 1 oox; 
st> s? * u < tt 50-100 x:mmT*friz>nz>o sot-ioo x:mm<DWLm 

Ja*fettB6iD7fc^*SJf&tCctos: (10) X3k£*i*b&- 3-t Kn^tm 
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- 2 Clotiit^^Tf^ 
1112 - 2 



^OH__ ^O, _ ^ _ «p 



(12) (13) (14) 



(16) 



R 7 0 o 

OR 6 

NO 



(15) 



R 7 0 o ^ ^ 

A^nn R? ? ° R?0 o 

ORe — - (x°"< — - cX OR ° 

OH OR 8 (18) 

(17) 



OHO 



R 7 0 o 

Or- or**. 

OR 8 
(19) 



OR 8 



(20) 




jimm 2-2 ©^«j©tiftiR 6 «^*^c 1 ~ 8 ©7j^jh, r 7 «« 
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•tfctt* S (12) T^$ns 3 - k Ho + ->tf □ 'J >8 dM a 0 n£ffl^£ 
SMT, i£^T;^;U/N^-f K<hMST^>Ci:(Zct Di^WT^ (13) Tire 

^ammtLxit^izm^nr^^, n, n-^^ut^at^ k\ s?* 

?Mk iubx^Mk i - t^o^d^x l-ya^^^wen-So ^> 
7Ffe&mm* , ^ t w ^ > £ ?t « h u * f> u ; u 7 v * ? > tilt £ d 

D^'>ffraijilt§ii:l:J:i9§Bi:^f£:L, j£ (14) lc^&U#<So 
<5?7?£7^*il~e&£. T?£ffi£^£>F!l <h LTtt, N, N-y^fMJl/A7$ h\ 
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oxzmmnmm-c. $?sl<«2 5°c~5 o°cmm^mmi:$>^ 0 
& (14) tttru^^rts^^KYk-rs^w^&tcT^^t^ a 5) t 

^nSN-t+yHitSut^TtS. 5£ (15) ©N-t+yHftJy^ 
M3E&£jS£e£LT, j£ (16) T^Sft* 6 -Tz/JlttislfrSQatUZ. 

■eia^-rs^te^jSUT^^o fsstifca; (ie) T-i$^6-7^t*y 

Jfc^T, s£ (17) T^$nS6-b Hn^-Wb^ODe-fiTKKSST^^ 
fttfcttAD7JWftLTa (18) T^$tl^6-T;U3^S/^f c «6-/\ 

*5P;k ^fcx^;k fifc^x^k l-^n^yo/o, l-^n^^x 
i - y >©7;P+JWkiS fctti? d o a 15 F*^>, 3^ k h u 
* □ * * ><z>/\ n 7)WVftM*m ^SW-iKW^i. Rrtaifttt o <c~ 

lZ£0®%lZftz>Z.£tfT~%, 5£ (19) T^SJlSIKXy^JM*:, 5£ (2 0) 
^Sn5 3&JM#«#, ^ (21) 3 - t Ko + y- 6 -ttftfcfi 
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h'D^yenUm 4, 5 -y'ift- 3 - t h'n + y bfn "J >^^/c(«Oi 
x^m 2-3 



R 4 0 O 




OH 



(22) 



R 4 Q O 



R fl O 




OR e 



(23) 



R 4 0 O 

■ XX 



(24) 



ORc 



R 4 0 O 
.^^fV^ORg 

OR 10 (25) 



R 4 0 O 

R 10 o (26) 



R 4 0 O 
Rs °-|fS^OR 6 

OH (27) 



R 4 0 O 

R8 °yVor6 

(28) 



R 4 0 0 
(30) 



R 4 0 O 

i£ (29) 



R 4 0 O 

R,cA* N 

(32) 



OH 



OH O 
RsO^V^oh 



(34) 



R 4 0 O 

R8 °y^v^ OH 

OR 9 (3D 



OH O 

R 8 o v ^ r A OH 

° R9 (33) 
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XSH2-3©4Mt^*©M»*R 4 , R 6% R 8 *cfc^R 10 ttl»Ei:|SIi;jK 

-r&fc)^, 8&fHIg2- 3 (22) £itJfg#lK<hLT, 

±15 3 - t Fd + x- 6 -flllfefcr n U >WL<DT'toj5&£mmzji7>TMt. WHt 
^ (23) T^tl5fn'J>^lXfJk ^TiS (2 4) T^£n 

m-£rTzsj],tti'm&6mzmtiLLtt (25) tsmzm&istt (26) © 

^-n-^tl(D^^^#/«^«DSulS3 - t: Kn + y- 6 -H&tfn U >^ 
(D-VCDjj&tmmiZj&y^JWtLT (2 7) (2 8) , 6&£fc 5 ft* 

m&<D7)is*)ifc£rzte/\uT))s*)wtz'm\ j£ (29) T^$n*6-««i 
fls^ft, s (30) -e^ns 5 -fi^b^%^##^s. 

#;fc, Kx*7^Mfc£&ftc&3rfeK:«kgfT^ S (31) Tr^K$n^6-M^ 
tfu»J>K, j£ (3 2) T^^n^> 5 -B&fcT 3 U >&£fcfc*^<B&tfJn:££f§. 

«kDfr^, S (33) "r^£tl£4, 6-yfI-3-t Kn + ye3'J>i, 
S (34) "T?^$tt£>4, 5 -f/M^- 3 -b KP^->ti3 U >^^fc«^-<Z)^ 

5$ (2) T^$*lSlf3U>KS|*#ttR 1 ^7lclll7?*S«'&t4-^ 
h*^£T&S«££|$^T»r«{t£*T&D, i£ (5) (7) T^$n^ 

tzft-Dxmm.Tzztiifi'vgZo 
^m^Emt^^tsK^m-tm-i, &tB> mm. mm. vu^y?^-? 

*?£W<D&i£L^mMlZ£nt£. 5£ (2) <7)k!zi'J>KSI«#:*5<J:^©«[tt, 
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« 6 mzm&isizmm& i ~ 4 <z>T;i/zi^^sfc^^ i-4©ad7j^ 

•>I^iAL , igfxg ^ D TRUm &ft -5 d <»: tc ck 0 Si iiT * d <h # 
^>o fiU R 1 tt4fi:^«J:tX5fi:t>L<tt4&*5cfc^6fitcaiftLfc|i]— feL< 

&sTiz, *mmz£z>j$: en ^.fc^sc (2) otfnu>sg»i«ft:*j;^© 
mi 

3-tKD*y-4' -7i/4 1 y[f3 U >7~ U H : 
3-kKD*->fcr=!U>|gl. 39g (10. Ommol) 
<5^;-;H. 9 5g (12. Ommol) <t£. &StKN, N-v?^^*^ 
(£CFDMF£B§T) »C^LT!R»«t (30ml) ^DSSILfc. COD 
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mmmz. 4-7±y*is7—V>l. 8 5g (10. Ommol) ©*7KDM 

F&m (25ml) ^iTl, ^UT~—ffiKJfci*i±f Zo K^m^mzjK 5 0 m l 

TWSIU ©gfl^fcl. 24g 0I»4 1%) 

M2. 

3 - t h'o + y- 4 ' -^>v?;PkT3 U >TX'J K : 

4 ~ 7 ^ 'J 4 -^>y^7zU >lZ^x.tz£WlZM 1 <h <7> 
M3. 

3- tFo + y-4' - (2", 6"-y-sec-^7i/^» kfn 
U >7ZU K : 

4- 7iy^>7-'J>S4- (2', 6'-y-sec-7'^7x;^y) 

il 

3- tKn^y-4' - (4"- t -7*^7i; tfzi U >Tx U F : 

4- 7i;+y7-U>*4- (4'- t - 7"^7iy + y) 7~'J> 

3- tHD^y-4' - (2", 4»-~>~- t -7^)V7zl;1czs) fcfznj > 
7ZU H : 

4- 7i/+y7ZU>$4- (2', 4 ' - >?- t - :c y * <» T~ 
MA 

3- th'D + y-4' - (3"- MJ 7MD^fJ|/7i/ + -» tfzi U >T 
X'J H : 

4- 7i;+y7- | J>5:4- ( 3 •- b U yjl^n ^^)V7x. J 71 

mi 
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4 -7i/^>7-u n^\+i/;i/T^ >«x.7t^wy i <h initio 

M8 

3 -^>>>Vl/^-^f>- 4-^h4 1 f>-4' -^zc/^^kTzn U >T~ U K : 
3-^>>MI/:t-^>-4-* h + vt°ziU>^0. 6 5g (2. 5 mm o 1 ) 
*;^z;kK$^/-;i/0. 50g (3. Ommol) <h£, &S7KDMF 
fCfg^LT!S»^ (8ml) £W(KL£. 4 - 7my ^->7~ ij > 

0. 56g (3. Ommol) ©**DMFii (2m 1 ) ^ITU Mt- 
(ftSJ&Lfco jK^jg^tTKl 0ml £Jn*.fct£@mx?S>WT&£t}U ^fiUJi^ 

g oj«7 1 %) &nrz e 

3-tKD + y-4- / h*'>-4* - 7;c / +->t?n >J >T~U F : 

3 -^>^;M-=^>- 4 h^->-4' -7my^->trnU>T-'J HO. 

64g (l. 5mmol) £x^/-;U (4ml) fcg^LT!K»&£i)8$aLfc. 

^0!K»Stt3 1 0%A°^v : ^A- J ^^64mg^Sn^T, fi?JEE&#T-l!fe«ttjg 

— ;us-&?R»c»*Li§*ga$-frT, Hf^fk-^ o . 4ig or^si*) 

M 1 0 

3- tHo + y-4-^h + y-4' - (4"-t-7*^7iy + -» fc:=l 
U>7-'J K : 

4- 7iy^->7-U>$4 - (4'- t-^7xy*y) 7 - ij > 
ffJl 1 

3-tHo^y-4-> -7x/ + ylfn 'J >7~U H : 

4 ~^^y^->^-U >^3-7x/^y7^U >\Z&.X.rz£ktWZm8jS£zfi 
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m 9 1 mmvjj mz£ -3 T«s^-&% Lit. 

4-7^J*isT-i) >*2-7x;^>7zU >££*&i^«0*J8*5«J:tf 

fl!l 1 3 

3 - t h^~>-4' -^>^;i/fcfn>J >y- 'J H : 

m 1 4 

3- hh*P^y-4- / N3^>- 4 ' - 7i -JU^^fcfn U >T— U F : 

4- 7^y^->T - 'J >$4-7xzm7-'J >tC^^.fe^ii^J8*5«k 

ffj 1 5 

3- t Hn^»>-4-^ - (4"-^h^y7x;+y) tin "J 

4- 7xy+y7^iJ>^4- ( 4 ' - * h * i, y ^ / * 2» 7 ~ U > 
ffij 1 6 

3- kFn + y-4-/h + y-3' -h l J7^tn^fJ|/-4' - (4»- 

4- 7i;^y7Z'J >£ 3 - b 'J !7JM-D 4 - (4'- h "J7M 

mi 7 

3- tFo + y-4-^h + y-4' - (4"-7xZJl/7x/ + y) h°=MJ 
>7~'J K : 

4- 7i; + y7-U >£4- (4'-y i-^7i/ + -» 7- | JX;^x. 
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m i 8 

3-kFO + y-4->h + y-4' - (4"-^^7xy ^y) tfn U > 
7-U K : 

Ml 9 

3-kHD^y-4-^h4 1 y-4' - (4" - *?-)Uy J ^ris) -3* - 
h U 7;i/^-D^^;i/t!z] U >7~ U K : 
4 -7i/^y7-U >£4 - (4'-^^7xy^y) - 3- h'j7JW 

M2 0 

3- kHo + y-4-/h^y-2' _^ h ^,>_ 4 ' - :7a: y *->kTU U > 
T~ U K : 

4- 7x/+y7-U>^2-^ h+y-4-7x;+y7zU >Cf^Ba 

^ 8 & 9 1 mm <n m *c & ^ xmrn^t^ £ mm l rc 0 

M2 1 

3 - t Ka=£«>- 4 h^>- 3 ' -^DD-4' -7a:y=^xhiZl U >T 
— UK: 

4-7x/ + y7-U >£3 - 70D-4-7xy + y7^iJ >i:I^./:M 

tern 8 43 urn 9 1 mm<D^m \z £ o Taim^ l 

#12 2 

3- tFO^y-4-^b + y-4' - 7x y^~>_ 3 - _ ^ ^ p ^ ^ 
;Uhfn u >T^U K : 

4- 7xy+y7~U >^4-7x; + y-3-h'J y)V^ru^ ?-jit- ij > 

^^^.^^Wy8 43ctWJ9 ii|Wl^cD77?*t'^oTmii<l:^^^Lfe 0 
M2 3 

3-tHP^y-4-/F^y-3' -^^-4' - 7 at y * ~> fcTzi U >y 
-U K : 
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4-7xy^>7ZiJ>S3-^-4-7xy + y7^U >fC^*_7tJ£W 
M2 4 

ffiJ2 5 

3-kFD^-4-^^>-4' - (2", 4»-S?-t-7-^l/7x; 
fcfn U >7^U F : 

3-th*n^->-4-/h*'>t;3U>Ko. 20g (1. ISmmol) i 
#;i^-;U^-r 5^*y-;i/0. 23g (l. 4 2mmol) DMFKjg-g- 
^T«i (5ml) ^PISL7Cc Z<DMmmz4- (2', 4 > - >?- t - 
;U^rcy^>-) T^U>0. 35g (1. 1 8mmo 1) ©4|7KDMF?it (1 
ml) $iTlT, ^Z&T2 Bf^^^-frfeo KfoU^mzik 5 m 1 *1$\7lTz& 

•gyomrzo ^©^g^s/u^y^^A (^x^;u-n-^\^+h» -eft® 

bTMS^tlO. 19g (iR^3 6%) £f#fc 0 
ffJ2 6 

3-tHO^>-4-/h + y-4' - (3"-hU7M0^^7x; + 
5» kfnU >7"U H : 

3-kHo + y-4-^h + i/tf3ij>io. lOg (0. 59mmol)tf) 
<Dm7k¥*JiS>Mmm (5m 1) fc, 4- (3'-hU7jl/tD^^7xy + 
^ 7-'J > 0 . 15g (0. 5 9mmol) t. i/zs? is )lt> h^i?^ 5 

HO. 15g (0. 7 2mmol) i^iiDLT, 9 0 17? 3 P#^^^-fr7^ 0 
^M^#I?:WIiiL, It^MEIiLfci, 0. 5MM5ml^M 
T^L<mJ^Lfeo it^»LT?|7K5m 1 T^Lfct, )VX ? I* 

mW.JL^)\,- n -e«lLT. 4HlHt;^#J 0 . 0 6g (lR^ 2 
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5%) Srf&fc. 
&12 7 

3-kh'o^>-4-^h^>-4' - (3", 5"-i;-t-m7i/ 

£4- (3', 5'-v?- t -^l/7iy + y) 7zU>(C^^WJ2 6 
ffiJ2 8 

3-hFo + y-4-^h + y-3' -^nn-4' - (4"-^DD7iy 
U >7-U H : 

4 - (3'-hU7;i/^-n^^;u^xy^->) y - u > 
0112 9 

3- th , P^-4-^h + y-4' - (4"-j* h^r->7^y=^-» -3' 

4- (4'-^h^7x; + y) T-'J>0. 23g (1. OOmmol) 
<h> 3 -^>>?;U*-4^>-4-* h*->fcfn'J>&0. 26g (1. OOmmo 
1) <h, l-th*n + M>yh'J7y-JH. 2 0g (1. 5 0mmol) £ 
^r^nn^UA^^-arbTM^ (8ml) ^ilUfeo 2 or 
TWSC I • HC 1 0. 2 9 g (1. 5mmo 1) ^OD^Aigt (4 
ml) h'Jx^75>0. 15g (1. 5mmol) ££iRTbfc. *r<D 

^i/UyWl/^A (i7PO*;UA) TttSSU 3 -^>i/;U^-^i>- 4 - * 
h^i>-4' - (4"-^h^y7i; + y) -3' - *5MUfcfl3 'J )17~ >J F 
0. 4 1 g*#&. £<Bfc©£X^/— ;U5m 1 K!B»U 10%/^y7A- 
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o. 2 1 g (IBUS5 5 %) zmrzo 

#113 0 

U >75 H : 

ffj3 1 

3- tFo^y-4-^h+y-3' -^on-4' - (4"-;*h^>7ac 
7 Jris) kfzi U >jz'J H : 

4- (4'-^^>7i;^) 7-U 3 -^DO-4- (4'-^h^ 

m3 2 

3- tFD+y-4-^h + ->-3' -9 an- 4' - (4"- y^^j^y 

4- (4'-^h + y7xy+y) 7- U >£: 3 - p O p - 4 - 

3 3 

3- tFD + y-4-/b + y-3' -*3\H/-4' - < 4 *3=-;U:7:c y 
*>0 fcTn U >7— U H : 

4- (4'-;* h^>7u:/^-» T->J>*3-^5 i ;U-4- (4'-*^JU 
ffJ3 4 

3- kHn^-/-4-^h^y-4' - (4 1 '-hU7MO/h + y7 I y 
fcf =3 U >T~ U K : 

4- (4'-/h^y7x/+y) XX'J>£4- (4 *- S 'J yjl^toy. 
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M3 5 

3- th'o^y-4-^h+->-4' - (3"-hU7J|/tD^h + y7iy 
tfn >J >T- U H : 

4- (4'-^h^>7i/*y) 7'-'J>*4- (3'- hU7Mo^ 
0H3 6 

3- tFD + y-4-/b+y-4' - ( 4 " - * x 7 - 2 h 
U7Mo^fJH:3U>7rU H : 

4- (4'-> h^v^ocy^x) 7~'J>£4- (4'-^fJb7x/ + -» 

- 2 - h >j u >tc^^^c^^«F[i2 9 tmrn^mz^ o 

FJ3 7 

3- hKD + y-4-^h^y-2' , 4' - >? ( 4 ^ ^;U 7 ^ y 
tfznj>y-U K : 

4- (4'-^ h*->:7i/*~» T~U>^2, 4-v? (4'-/^7iy 
ff(J3 8 

3- kHP+y-4-/h + y-3' , 5' - V- t -r/^MUfcfn U >7~ <J 
K : 

4- (4'-* b*is73L/3ris) T-'J>^3, 5 - ^- t - y^JlT =. U 
ffJ3 9 

3- k Hn + y-4-^ h^i>-4' -^>> ; ;i/^-^->eii U >T~ <J H : 

4- ^>>?JI/^S/7- U >*M&0. 2 1g (0. 8 7mmol) £,3- 
hKn^y-4-^ h^vtfzi U >^^0 . i 5g ( 0 . 73mmol) t. 
l-tKD^y^>'/hU77-Jl/0. I5g (1. lOmmol) Hjx 
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J-)V7^>0. I6g (1. lOmmol) <!: ^ ^ □ □ ^Jl^ A L TlSt 

(2ml) ZMMLfro ZLOimmmz - 2 OtTWS C I • HC 1 0 . 2 1 g 
(1. lOmmol) ^□□$MjgS (2ml) ih'JlW5>0. 11 

g (1. lOmmol) <h£iBTLfc. ^©*££ire-llfe£jft£i2:T. Rfcm& 

*»SSLT, tlft^O. 15g (JR^5 9%) £t#£o 
ffij4 0 

3 -k + h=^v- 3 ' -^>^;u^-^p ~> if zi U >7~ U H : 

#14 1 

3- hFo + y-4-^h + y-3' - (3-t°U^;i/) en'J>7z UK: 

4- <>vM+y7z 'J 3 - (3-fcfU-^JI/) T^U>{'^A.fe 

#■14 2 
M4 3 
09 4 4 

3-hh*D + y-4-/h + y-4' - (7x"^7$;) tfznj>T-U 
K : 

fj4 5 
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3-tFo + y-4-/h^y-N- ( 1 - Ty^y^M tfmj>Z5K: 

m4 6 

3 - t h*D + ->- 4 h^~>- 4 ' - (4 -^I/jJnIJ tfnij>7-ij 
K : 

#13 9t|l|«l©^{c«i:oTSj@{b^«!l^SJi!IL7t. 
#14 7 

^ H : 
ff!)4 8 

3- tFn^y-4-^h^y-3' -^;U-4' - (3"-MJ7^tn 

4- ^>^;U^->T-U>4IKltt«:3-^^;V-4- (3'- h'J7Mo 

ffi]4 9 

3 — h Kd + ->-4-> h4^>- 4 ' -~>^n^\^f>;Utfn U >T~ 'J K : 

^WJ3 9 i:l^«©^tCcfcoTSjl^'&ti$waiLfe. 
ffJ5 0 

;U) fcfn U >T5 K : 

4-s<>is)\,**zsy-y >lil^4'-75y^> 1 /- 1 5 - ^ 
5 «*./z£W3:0i|3 9 «fc|Sl«©^}£tc:<toTaS^'&^*WSabfc. 
M 5 1 
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3- tHD + y-4-^h*y- (3' , 4' -X^l/>^^-» t ^'J> 
7-U K : 

4- ^>yM+y7~U 3, 4 -X^l/>^^^>7- .J > {c ^ 
ffJ5 2 

3- b h*D^->-4-^ h^>^-N- ( 1 ' - ^ > ;/ JU k: ^ g > - 4 ' - -f 
t°3 U >75 H : 

4 - ^>> ? ;i/^-+->7- u >t»&£4-y^y - 1 - ^>y;i/kXijy>i: 

^*_fe.£W3:#!l3 9 tlWUfW^JcioTll^b^^flML^o 
ff]5 3 

3 - h Kn4^>- 4 h^->-N- (2'- ( 1 - i/f W\^±-)l) xf 
)V) tf3 U >75 H : 

4 -^>yM+y7^ U >^^^2 - ( 1 - □ ^-fe x^;py 

ffj|5 4 

3-tFn + y-4-/h + y-4' - (4"-r: hD7i/+y) tfn U > 
ZXU H : 

4 - ^>yWy7Z'J >TOS 4 - (4'-ZhD7xy+y) y- ij 
ffi]5 5 

3- tHn + y-4-/h^y-2' , 6' -7:c/=^>tf 

n g >y- u h : 

4- ^>yj^y7-iJ>MM2, 6 - y^-4-7xy+y7" 

g >(C^Afc^WJ3 9 iilWI^^^fCckoT^^k^^^Lfco 
ffJ5 6 

( 2 '- t r a n s ) - 3 -k Ho^y-4-/ h + y-N- (2'-yx.~Jl 
4-^>yM+y7-'J >&^£ trans- 2 - "7 a: ~Jl ~>/7 a 7 a tf 
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ffil 5 7 

3-tFo + y-4- / b^is-N-i/Z U^\^f^)V\f.n U >T ^ H : 

3 9<fcl«I«l©^tc:«k^T«jS^«ti$iBagLfc. 
ffJ5 8 

3-th'D + y-4-^h^->-4' - (4"-N-f yyntf^75/7 X 

jc/^"» 7-U>K£*fc^*VfcJ:0»J3 9 £l^«<ZX£ffi£«koT&IIft^£ra 
ff]5 9 

3-th*D^y-4-^ h^v-N-^ P^\^r->;Ub°=i U >75 K : 

3 9«tl?l«|CD73fet3cfcoTaijgYk^i»£»J«U/!i. 
M6 0 

3 - t HD^y-4- / h^vtfn U >T~U F : 
0U6 1 

3 - k + h^F->-4' -^DDtfU'J >T~U H : 

4 -^>>?;1/^'>T-'J >MM4-^oo7-'J >fc&*&£tfM*0R|3 

ffJ6 2 

3- hFD + y-4-^h^y-4' - (4"-7iy 7x;+-» t?3 'J > 
T-'J H : 

4- ^>y^y7^U>IlI$4- (4'-75 / 7iy+y) y- ij 
l*J6 3 
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3- kh'D^y-4-^h^y-N- (2 *- ~>;Ux^;i/) tfu 'J 
ffiJ6 4 

3 - 1 Fn=^>- 4 b=^>- 4 ' -^>\Ar;Hf n U >T~ 'J K : 
M6 5 

4 - ^>yj^y7"U >&§Si££ 1 -75/<>^>C^fc^H«3 
ffJ6 6 

3- tHD + y-4-^h + y-N- (1', 2', 3', 4'-fh7th'Ot 
7h-l' — nV) lfaU>75F: 

4- ^>>?;u^'>T-U>t61t4a*l, 2, 3, 4-fh7hFo-i-t 

ffJ6 7 

3 - k Kn+y - 4 K + v-N-^>^;i/t°=i U >7S F : 
4-^>^t*y7-'J >&^£^>^7 5>fC^fc^te#|3 9 h 

ff]6 8 

3- tFn + y-4-^ h + v-N-^x^^JUtfn U >75 H : 

4- ^>y;^y7-U >Mt^7x^f^7 5 >«*.fcUW2#>J 3 9 

0U 6 9 

3-hFD + y-4-^h^y-N- (r-7irMfJl/) tLn'J>T^ 
K : 

4 -s<>i?)],**is7=.V y^m^a- ^^)V^y^J)V7^ >\Z^?ltc£kK 
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M7 0 

tfD U >7$ K : 

4 -^>^;U^-^->7- U >&^&£ 1 -*^;|,- 1 - 7iZJH^ 
ffJ7 1 

3-tKo + y-4-^^y-N- (4'-7iy^>yJW fcf=MJ> 
7^ K : 

ff]7 2 

3 - t Fo + y-4-^ h4^>- 4 ' ~7i^M : l : yk 1 3 'J >7~ U H : 

4 - ^ ^"^->T- 'J >i£M&£4 -7i^fWy7- U >(C^*_7c 

0a 7 3 

3- tHn^y-4-^h + y-4' - ( 4 " - -f V U ;Uk°^^ >>> - 
1 " — r;U) tin U 'J K : 

4 - ^>>?;i/^-^'>T- U 4- (4' — fV^U JHf^7y*>- 
l'--r;W T-U>{C^A7cJ^n«tfj3 9^|Hl^CD^(CctoT^®<b^^ 

0U 7 4 

3 - k HD + y- 4 -pt h^Sx-N- ( l • - jfcqe t?^. U -J—)V) tfn U >T 
5 K : 

mi 5 : 

3-kKn + y-4-^h^y-N- ('>^ D'X^vJU^^U) t!D'J>75 
K : 



WO 00/26191 PCT/JP99/06142 

44 

9UZM3 9 <hl^aiO^(CctoTgjS<k^*WSaLfc. 
ffi]7 6 

(2'- trans) -3-th'D + y-4-^ h + «>-N- (2'-p<^;Uf> 
9W\3c^)V) t°3'J>75H: 

4 -^>yJl/t+y7"U >i&^&£ t r a n s - 2 - j*3MU~>^7 p^s^u 

ff(]7 7 

(2'-c i s) -3-kh*n + y-4-/h4y-N- (2'-^^;|/->/7D 
M7 8 

3-tKD + y-4-/h + y-N- (4* 2 U*\^- is))/) tf Z3 U 

fc£WM*0!l3 9 t^^taotm^^^il^ 
ffl7 9 

3 - t Ho + y- 4 h^->-N-->y- o^>^;Ut:3 U >y ^ K : 

4 - ^>yJWy7-'J v £7 D^y^Jl/75 >«x./tJ£W£#] 

3 9 tmmoijjmiz^-DTmmik&yo&mmistzo 

W8 0 

3 - t h'D^y-4-^ h^^-N-fy^D^DhfJUhfl] U H : 

4 - ^>yM+y7^'J /M^yi'OT'D tfJUT 5 >«x.fe£W 
3 9 t^0^fetC«fcoT«H<b^€aS8ULfc. 

0H8 1 

3 -k h + y-N-y^Dy'f Jl/k°3'J>75 H : 

4 - ^yyJl/t^y7-'J >Mt^y OT'^7$ XCfx. fcTOJ^j 3 

9 tmmvftmz&^T&mit'tQo&mmisiz. 
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ffJ8 2 

3-th'n + y-4->h^y-N- (sec-^;U) tf3U>75H': 
ffiJ8 3 

3-hHo + i/-4-^h+y-N- (n-^\^->;U) tfnU>T5H: 
W8 4 

3- kHD^y-4-^h + ->-N- (4'-th ; D^>y^D/\^) fcf 

n'J>7S H : 

4 - s<>i?)l,**i/7- U >lfeK*a«r 4 - t h'D + y^OA+^75>|; 
0U8 5 

3- hFD + y-4-^h^>-N- (2'-kh'a + yyi70^yj| / ) tf 
□U>75 H : 

4- ^>>?;U^i/T-'J >i&^&£2 - t Ka^yy^DA^7? >f; 
#18 6 

4 -^>>?;i,^^z^u >^^^n-^^^;uT5>{3^Afe^wy3 

M8 7 

3- th*D + y-4-^h + y-N- (n-^y^)l) eu'J>T5K: 

4- ^>yWy7riJ>MMn 5 >^Afc£tfm#| 3 

^18 8 

3 -h h^->-N- (3', 3 V J- )V) tTu U > 

7^ K : 
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4 - ^ > i?Jl>-*=ir ->7rU >ffi§6«[ £ 3 , 3 - ^)V^)V7 ^ > «*_fc 
fl|8 9 

3 -^>y^+->- 6-yh=^:>-4' - 7 m y tf U >T~ U H : 
3 -^>>>Vl/^-^'>- 4 -y h + yfn 'J 3 -^>yM+y- 6 -y 

&\9 o 

3 - h h'D + y- 6-yh^P5>-4' - 7 jl J ^ v t?P U >7'U K : 
3 -^>>>Vl/3-^>- 6-^h + v-4' -T7;ny^->tf=i U >7~ U 
^;-^5mll:lil, 10%^7yyA-Ki30mg^M, 

ts^K (^PDzts;l/A) (iR$8 3%) a 

#19 1 

3 -^>~J)VJriris- 4-y h^->hfnu >^?£ 3 -a;>>?;i^^>_ 6 -y 

h^rv-tf D 'J £fc4- (4' -y b*z/7^;3rz/) 7-V>&zs?U 

/ \+y^7i>l:fx.™[^J2 9 ch|WHK(7)^?4{-J;oT^S<b^#J^Pg3L 
fc. 

#J9 2 

3-tFD + y-4, e-^yh^riy-4' -7^/*i/¥zi U >T~ U H : 
3 -^>>?;U^i/-4-y h^S-tinU 3 -^>>?;M-^->- 4 , 6 

-v?y h + ->tf3'J >M^, ££:4- (4' -y h^->7oiy^i» 7-U>£ 
4-7x^y7-'J >«*_£J£>Wi#iJ2 9 <h|^<7}?5&^ J; o T4Sgte^ 

#J9 3 

3-kFD^y-4, 5-y/h + y-4' -7x7=lry If □ >J >7zU F : 

3 -^>^;i/^-^^- 4 -y b^>t?n'j>^£3 -^>^;u^-^->- 4, 5 
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#19 4 

3-^>y;t/t+-> - 4 h + ->lf=i U >^ : 

(1) 3 - tFo^y - 2-^^;i/-4-h°n>2 5 g (0. 1 9 8mo 1 ) £ 
DMF7 0ral«U TK^b^ h U OA 6 0 %) 8. 7g (0. 2 
18mo 1) £^t!QLT7k^T3 O^KS^Lfc. 7k^T^H^*^-0^;U 
37. 3g (0. 2 18mol) 2;iTL, Ml?— BfeS^$i±fe. £OSfl££;>k 

3-^>v?;U^->-2-^5FJl/-4-trn>4 1. 6g (ijX^9 7%) £f#fc 0 
'H-NMR (CDC1 3 ) : <5=2.07(s, 3H). 5.14(s, 2H). 635(1 H, d), 7.28-7.39(m, 
5H), 7.58(d, 1H) 

(2) 3 -^>v?;P^">-2-^5=-;i/-4-fcfO>4 0. 6g (0. 18 8m 
ol) \Z2 8%T>=E-77kl 0 0m 1 t2L?/-)l3 0m 1 £in*., SfiT5 

L7c£d5> 3-^>v?;U^-+'>-2-^^;i/-4-fc!U H>3 2. 2g«t 
6*§fi<hLT*#&. $ e>}C^»b^|WItlK5. 6g («9 3%) **&£n£:. 
•H-NMR (CDCI3) : d =2.13(s, 3H), 5.02(s, 2H), 6.32(d, 1H), 7.22-7.30(m, 
5H), 7.37(d, lH), 13.13(br, 1H) 

(3) 3-^>yM*y-2-^-4-fiJF>2 1. 5g (0. 10m 
ol) )l-Tiz h~HJ;U (1 : 9 v/v) 4 0 0ml(:liU 
y<vynt:^x^|/75>18. lg (0. l4mol) £SDATtfc#l,fco 
2. 0MfS7^fJl/y'JJl'>?7^^>n-^>j§jt7 0ml ^ITl, 

^- (73-yjK-2 0 0, n-^^rV>~mm.Ji^ L )l) KttU 3-^>>? 
M+y - 4 - ^ h + y- 2 -^f JHf 'J y > 1 7 . 3g 0K3S7 6 9S) £f#fc 0 



WO 00/26191 PCT/JP99/06142 

48 

■H-NMR (CDCI3) : (5 =2.34(s, 3H), 3.84(s,3H), 4.91(s, 2H). 6.66(1H, d), 
7.24-7.38(m, 5H), 8.08(d, 1 H) 

(4) 3-^>vM+y-4-^h + y-2-^^t''Jy>2 3. 0g€y 

^Snfcgfc3$&ift#*&St3 5. 5 g {C^tKH^ 2 0 0m l ZbUX. lOOttl 

X^y-;H 0 0ml SrfiDx.$efCll^WMj5li$'&fc. KJfo 
I?:MffIib, 2M7KM;± MJ £A 5 0 % ^ ^ y 2 0 0ml ZbtlpL 
T8 orTll^raJB^bfe. M^iEiiL, ^on*;PATfflmmfiafPft 
«S7KfifEK^h'J^ATK^«m«Jgf -St, 3-^>^;u^ 
2 -b / h^fcTU >?> 1 9. 6g mm 8 0%) 

J H — NMR (CDCI3): (5 =3.89(s, 3H), 4.56(s, 2H), 4.97(s, 2H), 6.77(d, 1H), 
7.24-7.36(m, 5H), 8.15(d, lH) 

(5) 3 -^>»+i/- 2 -b Kn^^^^;U-4-^ h + vfcf'J >>>7 . 

1 g <hzKBSfl:;fr U ^A 2 . 5 g £zfc 10 0ml IzMM U *^*TJ08ftl/fc:j&*£> 

Lfc. «tJK£«ifiU *ifebfc&K*fcLfc. «Sfl^&6. 3g (iR$S8 3. 
9%) a*$mt&*<hUT*lb*lfc. 
#19 5 

3 - b + h^->bu U >^ : 

3-^>v?;M-^->-4-;* h^y(f3U>i5. 3 g£x^y-;U2 5ml 
KffiiBU 1 0%y\°^->*^7A-^^0. 5 g^iJlDLTfETT'3 0 ftf^fcbK 

8g (IRSP8 1. 6%) ^tM*^LTtlbnfc. 
ffiJ9 6 

3-th*D^y-4-^ h+yt3U>i!iI : 
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3 -^>>?;U^">-4-^ h^->fcfziU >^8. 3 g£^/-;n 0 0m 

U ^^^7K-x^y-;u^bW^^TS<t, HiM-fb^ 3 . 6g (iR3*5 4. 
8%) *iiM*iLT^f.nfc. 
#U 9 7 

3 -1>i?)Vttzs- 6 h^->- en U >^^^;U : 

(1) 3-kFD + y^'J>i5. 0g^hJH>3 5 0mL **;—J\,l 

oomi k?£#?u 2Mhu^^;ue/'j;u>?yy^^>o^\^-tt>^2 5m 1 

£*STL^ffiT— i&KJft^-frfc. iEIil, mt* s ?V>£.i&.*&\ O Oml 

5=-;U-^+h» Trill, 3 - t Fn^Xfn ij >j^^;U2. 3g (JR$S4 
1 %) 

•H-NMR (CDCl 3 ) : <5=4.06(s, 3H). 7.37(dd, lH), 7.43(dd,lH), 8.28(dd, 1 
H) 

(2) 3 -t Kn*->fcfziU >K*^;U2. Og$7th>l 0 Oml lCjg«U 
^'J^3. 4g^^M^>vJP3. 41111$^, SlT-lft^l 
7c^ 4B#EIiB«ELfc. 7K5 Oml SrJo^lN4&KT?*fnLfe^ «JE»*gL&. 

U 3 -^>~>*;W^>t:ii 'J >M^^;U2. lg (iR$6 2%) £f#7c 0 
'H-NMR (CDC1 3 ) : (5 =3.99(s, 3H), 5.22(s, 2H), 7.29~7.48(m, 7H). 8.29(t, 
1H) 

(3) 3-^>S?M+vt:n'J>S^^2. Og£±fB^9 4£|W|tt|{CN- 

Cl(DfcCD?:T;i/^US07X^LX. 3 -^>i/)ltti/- 6 - 
t Ka^v-k? n U >M*^)10. 7 7g (U$3 6%) 

•H-NMR (CDCI3) : <5=3.93(s, 3H), 5.06(s, 2H), 6.77(d, 1H), 7.34~7.44(m, 
6H) 
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(4) 3 5? is- 6-t Hn^r^-fcfnU >m*^)l0. 5 5g^7 
iz h>5 5 m 1 *«fcOC3 ^k^^;i/2 0 m 1 IzmBL. KS*UC?A1. 4g£ 

It^VoO. 2 8g (t$49%) £#btl7Co 
#19 8 

3 -^>-^;i/^-^->- 6 h^v- tf n U >^ : 

3 -^>>?;l/^->- 6 h^->- tfD U >K;*3\U,2 0mg£^y-;U 

mg (JK*P6 3%) tlfco 
#J9 9 

3 - t h'n + i/- 6 h^v-- tfn U >^3^U : 

3-^>^;M-*S>-6-* h^>-t!DiJ>8^^4 8 OraglCl 0 %rt 
"y-J^ K-mMA 8mg£;bQ*_» ^Blftbfc^^^y — JU2 5m 1 £inx_£ 0 

7 ^57^- (^□□*;UA-**y-;t/) TSiL, «^2 4 0mg 

m i o o 

3 - t FD^y- 6 h^>tfn U >^ : 
tC}8»L, 1 NTkBHfc:*- HJtfAzfcJgfS (2ml) fcini*.*:. 3 ^KS^ 

7 6%) fimztirc. 
m i o i 

3 -^>S?jl/^->- 4, 6 - h + v'fc! n 'J >lfcj*3\>U : 
(1) #19 7 £1*1*11^ 3 -^>v ? JU^-^^>- 4 h^^hfn U >^ (0iJ 9 4 
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3 U>&*3\H,0. 86g (W8 1%) £t#/c 0 

'H-NMR (CDC1 3 ) : <5=3.82(s, 3 H), 3.83( S , 3H),5.02(s, 2H),6.86(d, 
1H), 7.19~7.41(m, 5H), 8.22(d, lH) 

(2) #J9 4 tmUiZ3 -s<>i/)l-**i/- 4 h^ylfn u >m*^)io. 
8 0 g^rp<^^onii^m#^H=tD^'fl:UT> 3 -^>i?)VJr3- v- 4 - ;* h 
^^fcfn U >8£^^;U-N-^i/ K 0 . 6 9g 0CP£8 1%) 
'H-NMR (CDCI3) : 6 =3.83( s , 3 H), 3.86H( s , 3 H), 5.04( s , 2H), 
6.74(d, 1H), 7.19~7.41(m, 5H),7.91(d, lH) 

(3) 3 -^>^;u?i-=^>-4-* h^r'>hrznj>K^^;u-N-^+vK6 7 
2mg£$t7Kg^3 3. 6mltc®«?L, 1 0 O^tCT— ^M^$i±7c 0 M&m 

v'J*WD7hy77^- (»8xf;i'-'\+i7->= 1 : 1) TffiM 
U 6 - Til 3 -^>y;i/t+y- 4 h^>hTzi U >^3^U 1 7 

3mg (iR^2 2%) *3J:Of5 -Tiz h=^->- 3 -^>^;i/^3^>- 4 - 
yt°3'J>^^8 7mg 01X^11%) £?#7Co 
6 -T-fe 3 -s<>i? i/- 4 h^->t?zi U >m*^)V 

1 H — N M R (CDC1 3 ) : 6 =2.25( s , 3H), 3.82( s . 3 H), 3.88( s , 3H), 
5.02(S, 2H), 6.71(S, lH), 7.19~7.43(m, 5H) 

5 -Til 3 -^>-/J^y- 4 h^->ezi U >g*^;i, 

'H-NMR (CDCI3) : 6 =2.37( s , 3H), 3.92( s , 3H), 4.00( s , 3H), 5.10( s , 
2H),7.19~7.43(m, 5H), 8.19( S , lH) 

(4) M9 7 t^mz. 6 -Tiz h=¥~>- 3 -^>f/;U^-^>-- 4 - ^ h^>tf 
=1 'j >m*?-)lZT)lt) UJn*##LT, 3 -^>>>;M-=^>- 6-tHn+y 
-4-/h + ylf3'J>i^?;i/9 6mg (iR$8 5%) £f#7c„ 

l H — NMR (CDCI3) •• <5 =3.80( s , 3H), 3.81( s , 3H), 4.87( S , 2H), 6.04( s , 
1H), 7.l9~7.37(m, 5H), 9.39(br, lH) 

(5) M9 7 tmmiZ, 3 - 'OyJ^y - 6 - 1 Hn + y- 4 - ^ h + y 
=1 U >m*^)l9 Omg^^^HkLT, ill^3 3mg ()R$3 5%) £ 

#J 1 0 2 
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3 -^>v?;Uxj-^>- 4, 6 -v 5 ^ h^i/tin U >^ ; 

3 -^>>Ml^*->-4, 6 h^i/hfzi U>g^3SM/3 3rag^^y 

m i o 3 

3 -^>>?;UxM^>-4, 5 h + xt°3 U >^y^;|/ : 

(1) #U 0 1 <h|WI«(', 5 -7± h^riy- 3 -^>^;u^^- 4 _^ 

ti=i U >m^^;U8 7mg$:T;i/^UJn7K^LT, 3 -^>^;u^->- 5 _ 
tHD + y-4->h^yk'3'J>i>f^7 1mg (i«93%) 

'H-NMR (CDC1 3 ) : <5=3.84(S, 3H), 3.98( s , 3H), 5.01( s , 2H), 7.19- 

7.42(m, 5H), 8.12(S, lH) 

(2) #11 0 ltmmiZ, 3 -^yyj^y- 5 - h HO^y - 4 - ^ h+y 

tfnij>t^^7 lmg^e»Ilfl:^2 lmg (JK*2 8%) 

m 1 0 4 

3 -^s>> ? ;i/^-^->-4 > 5 h + f/tin U >m : 

3 -1>z?)V**ris-4, 5 h^>fcf3 U >&j*3=-Jl/2 0mg£** y 

-JUmUd^U lN7K^fc:^HUC7A7j<M0. 3 3m 1 ^tn^LTc, £i& 

ff] 1 0 5 

3- hHD^y-4-^h + y-4 1 - ( 2 "- y x / 4- ->X5M/^* tf=l 
'J >T~ 'J H : 

4- (4'-y< h^->^3:y + ^) 7~U>£4- (2'-7xy + ->XfJl,t 
ffj 1 0 6 

(l'R) -3-tHo + ->-4-^^y-N- ( 1 '-7x~JHf jb) fcf 
4- (4'-y> h*i>-7a:/*-» T~U>^ (R) - ( + ) - a -y^ jU ^ 



m 
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m i o 7 

(l'S) -3-tHO^>-4-/h + y-N- ( 1 7i -;UX3MU) tf 

4- (4'-* h + ->-7oiy^-» y-g>€ (s) - (-) - a -y^;u^ 

fjl 0 8 

3- tKo + y-4-^h^y-N-l', 1', 3', 3 ' h ^ 
)l¥n U >75 F : 

4- (4'-^h^y7xy + y) 7^'J>^1, 1, 3, 3-fh7^^ 
ilQ9 

3- th'n^>-4-^h^/-4'- (3"-7x-;i/ynti;i/^-^>-) tfzi 
U >T~ U F : 

4- (4'-^h + y7x/+y) 7^'J>$4- ( 3 ' - 7 ^ ~)ly°n 
1 0 

3- tFD + y-4-/h + y- ( 3 '- □ p - 4 '- 7 :nT^;U:t^» t: 
n U >T~ U F : 

4- (4 h^v^rc/ 7~ <J >£ 3 -^□^-4-:7alT^;^:<^ 
ffil 1 1 

3- tFo + y-4-^h + y-N- (2\ 5 f/^ □ U^y?-)\,) tf Zi U 
>7 5H : 

4- (4'-/h + y7i/ + y) 7~ U >£ 1 -75 y - 2, 5-v^DP 

mi 1 2 

3-t F n^^- 4 - y h ^ - N - 3 7 -Jly'u tf;Ubf zi U >75 
F : 
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4- (4'-^K->7iy + y) 7-U>$3-7xZ^-l-y D t^7 

m 1 1 3 

3 - t: h*D^y-4-^ h^->- N - 4 7 ^ tf 3 U >75 K : 

4- (4 ! -/h^y7i;^y) 7-U>^4-7i-;i/7*^7 5>i:^ 

Ml 1 4 

3 - t KD^->-4-^ h - 4 > - t -y^;Hf =3 g >T~ U K : 
4- (4'-^h + y7i; + y) T- U >£ 4 - t - 7*^)U7 ~ g 

ffl 1 1 5 

3- b HD + y-4-^ h^i/ - 4'- h'J^;U^-Py<^;Uh;ziU>T~U 
K : 

4- U'-* h^v^y >^4 - h u 7;u^-p^^;ut- "J 

>lZ^PLt^^tM2 9 iIWHtc077?*{cJ:oTS^l:'a'^) ; £^L7Co 
ffll 1 1 6 

3- bFo^y-4-^ h^->-4' - h g yjl^-a^ h^v-tfn 'J >7~ g 

4- (4'-* h=^y7xy+y) 7^U>^ 4- h>j7MD^ h + y7" 
U >«^.7c^tt0iJ2 9 i(WHt(D73?*{Cj:oT^<b-&^^i^KL7Co 

ffj 1 1 7 

(l'S) -3-hFO + y-4-^h + y-N- ( 1 '-zs? W\*is)lJL?- 
)V> fcfug >75H: 

4- (4*-^h + y7iy + y) T~g>^ (S) -'( + ) - 1 - v £ □ 

ffU 1 1 8 

(l'R) -3-hKn+y-4-/h + y-N- ( 1 •- O^yJH^ 
tfn g >75H: 
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4- (4'-^h^->7i;4y) T~'J>£ (R) - (-) - 1 - -> ^7 p ^ 
flil 1 1 9 

3- t Ko + y-4-^h + y-4'- (4"-^DD7i?>fM+y) tfn 
'J >7-U K : 

4- (4'-/S**>7xy + i/) T~ 'J >£4 - (4>-i7DD7x?^M 

T^)y\z^7Ltc]^mtm2 9 tmm<D^mz^^xmm<t^^mmi, 
m 1 2 o 

3 - t H n^i>- 4 h^r->- 4 '-yjv^-a tf n U >7~ U H : 

4- (4'-^b + y7i; + y) T - 'J > * 4 - n 7 X >J >f~^*_7c 

1 2 1 

3- kFo + y-4-/h ; lry- 2 '- 7)V3ru- 4 '-^^Utfn U >J- ij 
H : 

4- (4'-/h^y7xy^y) T— U 2 - 7)VitU - 4 - ;*^;U7~ 

mi 2 2 

3- th , D^i/-4-^h + y-3 l , 5 '- >?^;U^-d tf zi «J >T~ U H : 

4- (4'-^h^y7i^y) 7-'J>^3, 5-y7WD7^'J>[; 

Ml 2 3 

3 - t KD*y-4-^ h + y-4'-^5 1 ;i't!3'J>7ziJ h* : 
4- (4'-^h + y7i; + y) 7 — U 4 - *3=-;i,7 X U 

g»J 1 2 4 

3-tKD^y-4-^h^y-4'- (3"-7i;*y7"D W*y) fc? 
zi U >7Z'J H : 
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4- (4*-> b^rzyy^y + 7~U>£4- ( 3 '- 7 ^ 7 ^->7° □ tf;U 
AH 1 2 5 

3- th'a^y-4-^ V^-iy- 4'-^^>^)V\f.u U >7-'J K : 

4- (4'-^ h^->7oiy^-» T-'J >£4 -*3^>3\H,7— "J 

gijl 2 6 

3- hHD^y-4-^h^y-N- (2-tT'Jv?;iO ezi>J>7SH: 

4- (4'-^h + y7x;^y) 7~ >J 2 -7* J t?U ^>fC^A£J^ 

mi 2 7 

3- tFo + y-4-/h4 1 y-3' > 4'-zs&nn\Zzi U >7— U K : 

4- (4'-^h + y7i;^» 7- "J 3 , 4-y^OD7^'J>[;| 

A^^«^j2 9 tmm(D^m\z^xmm^^mmvrzo 

Ml 2 8 

3- t Ko^y-4-/h + y-4'- t -7*^)1- 2', 6 U 
>7-'J K : 

4- (4'-* h^->7^y^-» 7z'J>^4-t-7'^l/-2, 

^;u7^u >^^^.fc^wy2 9 tmm<Djjmz^Tmmit&M*mm:Lfzo 

Ml 2 9 

3- kFD^y-4-^h^y-4'- t -7*^)1- 2'- 9 DD hfzi U >7~ 
U K : 

4- (4'-^h + y7iy+y) T- U >£: 4 - t - 7°^)V- 2 - 2 U □ 7 
— U >tC^A7c^«^J2 9 tlWl^^^^ctoTM^b^^^LTCo 

0il 1 3 0 

3 - t Fo^y-4- / K^->-N- (5'- t -7*^MV^-t)-y-;i,- 
3' — OV) ¥n U >7= K : 
4- (4'->< h^->^zcy 7-'J>^3-7i;-5-t-7^JK 
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m 1 3 1 

3- tKD^y-4-^h^y-N- (4 t - 7^;i/^7 V*-JU- 2 '--f 
;W tfu U >75F: 

4- (4'-^h^->7xy+y) 7-U>^2-T^/-4- t 

m 1 3 2 

3 -7-t^;u^->- 4 - ^ h^~>- 3 , -^>^;i^^-^v tfn g >t~ u 

K : 

3 - t: h^->- 3 5 -^>^;U^-^f>hfzi U >T~U H2 0 

mg^XiilmlMU 8 0 t^T 3 i$r B 1£j&$i*fc 0 

H5mg («$6 7%) £f#7c 0 

h Jl/zr ^ (IH-NMRa (p pm) ) «TS5®« 5 l^Ufcii OTfeS. ^ 
5 cf»fc*5frt?> c , d, m, wttiftlJt^iiSrie^'r cttCDCl 3> 
dttDMSO-d 6 , m«>^/— ;U-d,, wteD 2 0£7K-f 0 

dmf 2 omm^izmmL, z\tL\z#o **><jl?-u >7 )i*)\,7 v -jm-^ 
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-3 OMSM3J:tf3£&±3 5 Sa^Sr^LTc^KJnA, c;^-^^^-^. 
igSUffJ 3 : fe30 

ti(3^;i/^3 7im xfyj/^j^Aiii^^iz-e on 

WJlTlfe2 0%?LlFJ£7j<Ti£IRLTl 0 0 p pm©lt$lSLfe B A 

x^^^iT^4^^^w^i±/c-r^ (p Q n a:-t-s) 

MM&mifj-gnrc'i *w&m&.i'fr<D-t>. -i^u^^mm ( P y r i c u 1 a r 

J_a o r y z e ) ©^^fISt&«igll^ c gli4 0^(l iS^ 

« £ # tti l fc . mm «tib co^j^s^p k u oTfr^fc. 

A : |S£R§Mffi 100%~80% 
B : ffimiSb 7 9 %~ 5 0 % 

C : R£RfHffi 4 9 %~ 0 % 

±a5«asai0yfc<koTsa3i$n^:, #i#-*ti, 4, 6, 9, 10, n, 12, 
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1 o 
1 o * 


1 5 ^ 


1 6 , 


17, 1 8 x 


1 9 , 


2 1 , 


2 2 


, 2 3, 


2 4, 


2 5, 26, 




o o 


2 9 , 


3 0, 31, 


3 2 , 


3 3 , 


3 4 


, 3 5, 


3 6, 


3 7, 3 8, 






4 O , 


A d A *"7 


4 8 , 


4 9 , 


5 1 


, 5 3, 


5 4, 


5 5, 5 6, 


5 7 , 


5 8 , 


5 9 , 


6 0, 6 1, 


6 3 , 


6 8 , 


6 9 


,7 0, 


7 1 , 


7 2, 73, 


7 5, 


7 6, 


7 7 , 


7 8, 7 9, 


8 1 . 


8 2 , 


8 3 


,8 6, 


8 8, 


10 5, 10 


6, 1 


0 7, 


10 8 


, 10 9, 1 


1 0, 


114 


, 1 


15,1 


1 6, 


117, 11 


8, 1 


1 9, 


1 2 0 


, 12 1, 1 


2 2, 


12 3 


, 1 


2 4, 1 


2 5, 


12 6 (Dit^ 



mmmi-ci,rz2 o %?im^7KT'^mi^x 2 0 0 P pmcDmm&mmLtzo a 
nt^Ti4issi:4f$tf:DA^ (p°Dffl:m*6i^) izm®.&mmm. 

TFLfco m^!l^W$nfcZiA^^^®$fcb/lCD^, HA^^U^IM ( Puc 
cinia r e c o n d i t a ) (DXm^Mmm&mm&mLfco AUtt 

±SH©Sl3fi^tc:«3:oT$4ig$nfc. Mf2 9, 4 3, 5 3, 5 6, 5 7, 5 

9, 6 3©<b^^, Aommffi&Kkistz, e>nfca>ofc. 

±l20»tjg^JtJ:oTfi!3i$nfc» 8S!ffJ0»JlTbfc2 0 *¥L3!I LT 
2 0 0 ppmOli$:iibfc. fitl^Tf 1 f t^r a O U (AS: 

E3^) fclSSKS:^lil«[flJLfc. JBM£&, +a^'J5t^I3Si ( Sphaero 
theca ful ifiinea ) (D^^l&mf&^^o.^ UlICilglLfc. 

±m(Dmmmiz£^Tmmztitz. ^y#^6, 23, 28, 29, 33, 34, 

35, 36, 40, 48, 56, 71, 111, 114 (Dik&QtW* AWB&KMBfi 
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d) 



Rili4-> h + ->ST?*S 
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^J8. 0»J1 3 1 (iO-^US 
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2 m^) 



J7'J 


A — "R - 




A — R - 


1 8 




2 4 




1 9 


x> 0 x)- CH3 

CF 3 


2 5 




2 0 


«cgo 


2 6 




2 1 


Ct 
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3 6 
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X^ 0 JCr 0Me 

CI 
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CI 
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I 2 





A — R 3 


m 


A-R 3 


4 2 
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CHj 
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I 2 Offig) 





A-R 3 




A-R 3 


5 4 




6 0 




5 5 


CHj 


6 1 


tX 


5 6 
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CL o J0r NH2 
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E 2 QBE#) 





A-R 3 




A — R - 


6 6 




7 2 




6 7 
6 8 
6 9 


jO 


7 3 
7 4 
7 5 
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7 0 
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i 2 gag) 
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A — K 3 


10 6 
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A-R 3 


13 0 




13 1 








13 2 





WO 00/26191 

^ 2 GM) 



WO 00/26191 



PCT/JP99/06142 



71 



-OR; 



R 



1 II 



N 



H 

N^R 3 



o 



(1) 





A-R 3 


8 9 


~a Q o 


9 0 




9 1 





PCT/JP99/06142 





£r 




OMe 


9 2 


(f^N H 


MeoVSr N Y^i i^li 

OH O l! >v^ 0 ' A ^ 


9 3 


^ OMe 

V? » 

OH O l l v ^ Q >^ 




WO 00/26191 



PCT/JP99/06142 



73 





1 H-NMR 6 (o Dm) 










I 


6. 94-7. 06 (m.. 5H). 7. 25-7. 35 (m. 4H) 7 59-7 63 (m. 2H) 8 06 (dd IH) 


c 




9. 82(s. IH). tl.86(s. IH) 










2 


3. 97 (s. 2H). 7. 1 7-7. 22 (id. 5H). 7.26-7 39(m 4111 7 fiirfm ?m a \(\(aa iu\ 


c 




9. 85(s. IH). II. 94(s. IH) 










3 


0. 72-0. 82(m. 6H). 1. 16-1. 23(m fill) i sn-i zn(m au\ o 77_i qi nu\ 


c 




6. 78-7. 37 (m, 710 7.55-7 61 (m 210 8 OQfdri iw) q »w« wis n o?/. im 










4 


l.32(s. 9H). 6. 95(d 2H) 7 05(d 210 7 llfd M\ 7 ififHri tn\ n amaa tm 


c 




7. 66 (d 2H) 8 1 3 (dd NO 9 88 (br NO n q<w« \u\ 










5 


1.33(s 910 1 42 (s 910 6 7fi(rf i h) 7 nofH ?m i \a(aa iu\ t ic/jj 
• °° *■>._ . i . tfc va. an/, u. toyu. in;. (. UiKQ. in) . f. 14tflo, IHj. 7. 36 (dd. In). 


c 




7 40 (dd IH) 7 41 (d IH) 7 Rd(li 9H) ft 1 1 fHH 1U\ Q DC /k. ii no/ .n\ 

_i. -iu \uu ( — uwj — 1_. n i vu, in/, *. os vu. in;, o. UkOQ, iti). 9. ooCbr, IH) 11 98 (s IH) 










6 


7. 09 (d. 210 7 I7(d 110 7 37friri 7 m-7 jfi/m <iu\ 7 ai/aa im 


c 




7.73(d. 2H). 8. 1 3 (dd IH) 9 94 (br IH) n fiftfc im 










7 


I. 23-1. 49 (m, 510. 1.64 (a 110 I 79 (m 2H) ? fl?fm 9H) ^ Q?f m im 


c 




7. 29 (dd, IH),. 7. 33 (dd IH) 7 93 (br 110 8 04frfrf im i? tin 










8 


4. 01 (s. 3H), 5. 05 <s. 2H). 6.93-7 I2(hl 6H) 7 27-7 48(m 710 


d 




7. 74-7. 78(m, 2H). 8. 31 (d. IH) 10 46(s IH) 











9 


3. 96(s, 3H). 6. 89-7. I0(n> 6H) 7 24-7 34(m 2\\) 7 fia-7 RKm on\ 


c 




8.0l(d. IH). 9.90(s. IH). 12. I7(s. IH) 










10 


1 . 33 (s 9H) 3. 98(s 3H) 6 91 (d IH) fi QSfrt 9W> 7 9m 7 iz/a nv\ 


c 




7. 65 (d 2H) 8 03 (d IH) 9 91 (br IH) t? ?rWc im 










1 1 


3 90 (s 3H) 6 75-7 08 (m *>H) 7 ?*i-7 A^(m HU\ 7 qa/a tu\ a 07/- im 
0. on/, u. w 1. uovuj. jn/. < . fia 1. qaviD, an/, 1. j4^Q. in/, 3. 87 ($. IH). 


c 




12. 01 (s. IH) 










12 


3. 89 (s 3H) 6 80-7 12(m 7H) 7 ?Q-7 nfm ?h\ 7 qi m iu\ 9 ao/a iu\ 


c 




10. 51 (s. IH), 12. 09(s. IH) 










13 


3. 95 (s. 3H). 3. 97 (s. 2H) 6 89 (d IH) 7 lfi-7 7<i(m 7H) 7 ahm 9m 


c 




8. 00(d. IH). 9. 88(s. IH). 12. 20(s IH) 










14 


3. 96(s. 3H), 6. 94 <d 111) 7 18-7 30(m 5M 7 40fd 9H) 7 CfiM 9in 


c 




8. 0l(d. III). 9. 97 (s. IH). 12. 05 (s. IH) 










15 


3. 79 (s 3H) 3 95 (s 3H) 6 Sfi-fi QSfm 7H) 7 fii M 9m q m\/a im 


c 




9. 87 (s. IH). 12. 19 Cs. IH) 










1 6 


3 97 (s 3H) fi Q?(d IH) 7 fld-7 n7fm iin 7 co/h 9u\ 7 ft*>/_ «n\ 


c 




8 03fr1 IH) A flfifd IH) In nJl f« tin 11 oc /"<. m\ 
0, ud \u, in/, 0. uovu, inj, iu. utMS, Iiw, Il.ooCS IH/ 










17 


3. 96(s. 310. 6. 90(d. IH). 7. 04-7. 10 (m. 4H). 7. 29-7 3S(m. IH) 


c 




7. 40-7. 43(m. 2H). 7. 50-7. 56 (cl 4H). 7. 67-7. 69 (m. 2H) 8 01(d IH) 






9. 92(s. IH). 12. 17(s. IH) 




18 


2. 34(s. 3H). 3. 98(s. 3H). 6. 91 (d. IH). 6. 92(d. 2H). 7. 02(d. 2H) 7 1 2 (d 2H) 


c 




7. 65(d. 2H). 8. 03(d. IH). 9. 90(br. IH). 12. 20(s. IH) 










19 


2. 35(s. 310. 3. 98(s. 3H). 6. 92-6. 98 (n. 4H). 7. 17(d. 2H). 7. 81 (dd IH) 


c 




8. 01 (d. IH). 8. 04 (d. IH). 10. 00(br. IH). 11. 96(s 111) 










20 


3. 92(s. 3H). 3. 97(s. 3H). 6. 64(dd. IH). 6. 69(d. IH). 6. 91 (d. 110 7 02(dd 2H) 


c 




7. Il(m. IH). 7.34(dd. 2H). 8.07(d. IH). 8.38(d. IH). 10. 38(br 110 12 30(s IH) 
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1 H — NW R d (d Dm) 




21 


3. 98(s. 3H). 6. 91-7. 29Cql 5H). 7.33Cm. 2H). 7.53(0. IH) 7.97(d IH) 






8. 03(d. IH). 9. 97<br. IH). ll.99(s. IH) 










22 


198(s, 3H), 6.93(d. IH). 6.99(d. lH),7.04Cdd. 2H). 7. 16(t. IH). 7 37(dd 2H) 






7.84(dd. IH). 8.03(d. Ill), 8.04(d. IH). 10. 02 (br. IH). 1 1. 94 Cs IH) 










23 


2.27(s. 3H). 3.98(s. 3H) 6. 91 (m. IH). 6.91(dd. 2H). 6.95(d. IH) 7 OSCt IH) 






7. 3!(dd. 2H). 7. 49(dd. IH). 7. 64(d, IH). 8. 03(d. IH). 9. 91 (br IH) 12 2 1 Cs IH) 










24 


2. 34(s, 3H). 3. 91 (s. 3H). 3.97(s. 3H). 6. 60(dd. 111). 6. 66(d. IH) 6 90(6 Mi) 






6.92(d, 2H). 7. 14(d. 2H). 8.06(d. IH). 8.34(d. IH) I0.36(br. IH) 12 3l(s IH) 










25 


I. 32(s, 9H). I.42(s. 9H). 3.98(s. 3H). 6. 75(d. IH). 6. 91 (d. IH). 7. 01 (d 2H) 






7. I4(dd. IH). 7.41(d. IH). 7.64(d. 2H). 8. 03(d. IH). 9.89(br. IH) 12 23(s IH) 










26 


3.98<s,3H). 6.93(d. IH). 7.08(d. 2H). 7, I6(d. IH) 7, 26(s. IH) 7 34 (d IH) 


c 




7. 43(dd. IH). 7. 73(d. 2H). 8. 04(d. IH). 9. 97(br IH) 12. 13(s IH) 










27 


1. 30 (s. 18H). 3. 98 (s. 3H). 6. 88(d. 2H). 6. 91 Cd IH). 7. 04(d 2H) 7 18(1 IH) 


c 




7. 66(d. 2H). 8.03(d. IH). 9. 92(br. IH). 12. 22(s IH) 










28 


3.98(s. 3H). 6.89(d. 2H). 6. 93(d. IH). 7. 04 (d. IH). 7.28(d. 2H). 7. 55(dd IH) 


c 




7. 97(d. IH). 8.03(d. IH). 9. 98(br. IH). 11. 95 tH) 










29 


2. 28(s. 3H). 3. 78(s. 3H). 3. 95(s. 3H). 6. 80-6. 90 (a 6H) 7 41(dd IH) 


c 




7. 59(d. IH). 8.00(d. IH). 9. 85(s. IH). 12. 21 Cs IH) 










30 


1.77<d. 3H). 3. 92(s. 3H). 6. 05(t. IH). 6. 83(d. IH). 7. 44-7. 59(m. 4H) 


c 




7.80(d. IH). 7.86(d. IH). 7.89(d. IH). 8. I4(d. IH). 8. 33(br. IH). 12 4 1 Cs IH) 










31 


3. 79(s. 3H). 3. 96(s. 3H). 6. 85-6. 9 8(0. 6H). 7. 45(dd. IH). 7 91 (d IH) 


c 




8. 00(d. IH). 9. 91 (br. IH). 11. 99(s. IH) 










32 


2.33<s. 3H). 3. 98(s. 3H). 6. 88(d. 2H). 6.92(d. IH) 6. 98(d. !H). 7 14(d 2H) 


c 




7. 50(dd. IH). 7.95(d. IH). 8.03Cd. IH). 9. 9S(br. IH). 12. 01 (s IH) 










33 


2. 28 (s. 3H). 2. 32 (s. 3H). 3. 98 Cs. 3H). 6. 82 (d. 2H). 6. 91 (d. IH). 6 92 (d IH) 


c 




7. ll(d. 2H). 7.46(dd. IH). 7.62(d. IH). 8.03(d. IH). 9. 89(br. IH) 12 22(s IH) 










34 


3.98(s. 3H). 6.92(d. IH). 7.0l(d. 2H). 7. 06 (d. 2H). 7.09Cd. 211) 7 71(d 2H) 


c 




8. 04(d. IH). 9. 95(br. IH). 12. 1 4 Cs. IH) 










35 


3. 98(s. 3H). 6. 86(m. IH). 6. 93(d. IH). 6. 90-6. 96 Cm. 2H). 7. 09(d 2H) 


c 




7. 33(dd. IH). 7. 73(d. 2H). 8. 04 (d. IH). 9. 97(br. IH). 12. 14(s IH) 










36 


2.36(s. 3H). 3.98(s. 3H). 6.93(d. IH). 6. 94 Cd. 2H). 7. 1 8 (d. 2H). 7. 1 9 Cdd IH) 






7. 30(d. IH). 8.07(d. IH). 8. 23Cd. IH). 10. 37 (br. IH). U. 85(s IH) 










37 


2.3l(s. 3H). 2. 34 Cs. 3H). 3. 96(s. 3H). 6. 57 Cd, 111). 6. 70(dd. IH) 6 87 (d 2H) 


c 




6.88(d. IH). 7. 01 Cd. 2H). 7. 10(d. 2H). 7. 1 6 Cd. 2H). 7. 99 (d. IH). 8 42Cd IH) 






10. 47(br. IH). 12. 20(s. IH) 




38 


1.36(s. 18H). 3.98(s. 3H). 6. 91 Cd. IH). 7.25(d. IH). 7.56(d. 2H). 8 04(d IH) 


c 




9. 91 Cbr. IH). 12. 33 Cs. IH) 










39 


3.95(s. 3H). 5.06(s. 2H). 6. 89(d. IH). 6.97-7.00(0. 2H). 7. 29-7. 43 (m. 5H) 


c 




7. 60(d. 2H). 8. OOCd. IH). 9. 82Cs. IH). 12. 25 Cs IH) 










40 


3.95(s. 3H). 5.09C5. 2H). 6. 79 (d. IH). 6. 89 (d. IH), 7. 17-7. 45 Cm. 7H) 






8. 01 Cd. IH). 9.93Cbr. IH). 12. 15 Cs. IH) 


c 
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1 H-NMR 6 (D Dm) 










41 


3. 97(s. 3H). 6. 92<d. IH). 7. 36-7. 40 (a 2H). 7. 49(dd. IH). 7. 71 (d IH) 


c 




7. 91 (a IH). 7. 99-8. 04(a 2H). 8. 60 (a IH). 8. 87(d. IH) 10. 06 (s IH) 






12. 08(s. IH) 




42 


1.36-1.70(01 20H). 1.73(11 2H). 3.92(s. 3H). 4. 18(m. IH). 6.83(d IH) 


c 




7. 8S(br. IH). 7. 92(dd. IH). 12. 59(s. HI) 










43 


l.4S-l.72(n. 12H). 1.91 2H). 3.92(s. 3H). 4. 12(m. III). 6. 83(d IH) 


c 




7. 92(dd. IH). 7. 97(br. IH). 12. 60(s. Ill) 










44 


3.90(s. 311). 5.64(br. IH). 6.86(a 2H). 6.99(d. 211). 7. 04 (d. 211). 7. 19 (a IH) 


c 




7. 54 Cd. 2H). 7. 96 (dd. IH). 9. 79<br. IH). 12. 23 Cs IH) 










45 


1.71(01, 6H). 2. 12(a 9H). 3. 91 (s. 311). 6. 82 <d. IH). 7. 87(br. IH). 7. 90(dd IH) 


c 




12. 69 (s. IH) 










46 


3. 14(a 4H). 3. 85(a 4H). 3. 95(s. 3H). 6. 88fd. IH). 6, 92(d. 211) 7 S9(d 2H) 


c 




8. 00(d. IH). 9. 80(br. IH). 12. 29(s. IH) 










47 


1.53(a 6H). 1.67(a 6H). 1.98(a 3H). 3. iHd, 211). 3. 93(s. 3H) 6 34 (d IH) 


c 




7. 95(d. IH). 8. 13(br. IH). 12. 55(s. IH) 










48 


2.25(s, 3H). 3.98(s. 3H). 6.93(d. IH). 6. 98(d. IH). 7.05(d. IH). 7. I6(dl IH) 


c 




7. 28(d. IH). 7. 40(dd. IH). 7. 53(dd. IH). 7. 68 (d. IH). 8. 04 (d IH) 






9. 95 (br. IH). 12. I5(s. IH) 




49 


1. 23-J.28(ta. IH). I.36-I.44(ol 4H). 1. 73-1. 78 (m. IH). 1.81-1. 91 (a 5H) 


c 




3. 97(s. 3H). 6. 91 (d. IH). 7. 24 (d. 2H). 7. 61 <d. 2H). 8.03(d. IH). 9.89(br IH) 






12. 28 (s. IH) 




50 


3. 75 On. 8H). 3. 90 (a 4H>. 3. 95 (s. 3H). 4. 15 (a 4H). 6. 87 (a 2H). 7. 09 (dd IH) 


c 




7. 43(d. IH). 7. 99(d. IH). 9. 83(br. IH). 12. 20 (s IH) 










51 


3. 95(s. 3H). 4. 25(a 4H). 6. 85 (d. IH). 6. 88(d. IH). 7.08(dd. IH). 7. 32(a III) 


c 




7.99(dd. IH). 9. 77(br. IH). 12. 23(s. IH) 










52 


1. 63(a 2H). I.98(a 2H). 2. 17 (a 2H). 2. 84 (a 2H). 3. 50(s. 2H). 3. 92(s 3H) 


c 




3. 92(a IH). 6. 84(d. IH). 7. 24(a IH). 7. 30(d. 4H). 7. 93(dd IH) 






7. 93 (br. IH), 12. 47 (s. IH) 




53 


1. 53(a 2H). 1. 63(a 2H). 1.97(a 4H). 2.23(1. 211). 3. 49(a 2H) 3 92(s 3H) 


c 




5. 51 (s. IH). 6. 83(d. IH). 7. 92 (dd. IH). 8. 0! (br IH). 12. 52(s IH) 










54 


3. 99(s. 3H). 6. 94(d. IH). 7. 04(d. 2H). 7. 14(d. 2H) 7.79(d. 2H) 8 05(d IH) 


c 




8. 22(d. 2H). 10. 02(br. IH). 12. 06(s. IH) 










55 


2.26(s. 610. 3.98(s. 3H), 6. 78(s. 2H). 6.93(d. IH). 7. 04 (d. 2H) 7 11(1 III) 


c 




7.35(1. 2H). 8. 05(d. IH). 9. 34(br. IH). 12. 27 (s !H) 










56 


1.32-1. 40(a 2H). 2. 21-2. 25 (a IH). 3. 06-3. 1 1 (a IH). 3. 94(s 3H) 


c 




6. 87(d. IH). 7. 18-7. 22 (a 3H). 7.30(1. 2H). 7. 95 (d. IH). 8. I9(br IH) 






12. 36(s. IH) 




57 


1.45-1.70(a 10H). 2. 00 (a 2H). 3.92(s. 3H). 4.08(a 111) 6 83 (d IH) 


c 




7. 93 (dd. IH). 7. 96(br. IH). 12. 60(s. IH) 










58 


1.22(d. 6H). 3.59(a IH). 3.97(s. 3H). 6. 58(d. 2H). 6.89(d. 2H)'6 91(d IH) 


c 




6. 96(d. 2H). 7. 60(d. 2H). 8. 02 (d. IH). 9. 86(br. IH) 12 24(s. IH) ' 










59 


1.17-1. 51 (a 5H). 1. 64(a IH). 1.77(a 2H). 1.98(a 2H). 3, 89 (a IH) 


c 




3.92(s. 3H). 6. 83(d. IH). 7.92(br. IH). 7.93(dd. 111). !2.60(s IH) 










60 


3. 98(s. 3H). 6. 92(d. IH). 7.19(1. IH), 7.40(1. 2H). 7.72(d. 2H). 8.04(d IH) 


c 




9. 96 (br. IH). 12. 20 (s. IH) 
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g 5 (,^#) 





1 H-NMR 6 (pom) 










61 


3. 98(s, 3H). 6. 93<d IH) 7 36(d 2H) 7 fiSfrf ?H) » niM iu\ a q7/k. tu\ 


c 




12. 04($. IH) 










62 


3. 97(s. 3H). 6. 69(d 210 fi 88 (d 2H) R Ql CH im r Q7 om •? n /a o,.\ 


c 




8.02(d. NO. 9.87(br IH) 12 23 (s IH) 










63 


0.89(a 2H). 1.13 Ccn. 2H). 1 30(m !in I 45fm am i k j ^ au\ i on/. ,m 


c 




3. 88(s. 3H). 6. 79(d. IH) 7 88 (d IH) 7 92<br IH) I? aor« im 










64 


3. 92(s. 310. 6. 88(d. IH) 7 43(t 2H) 7 5lfm ih) 7 7ifm <m\ i ■»<>/- ->u\ 


c 




7.33(0, 2H). 7. 99(d. IH). 10 I3(br IH) 11 87 (s IH) 










65 


1.96-2. 05 (a IH) 2 64-2 72 (m IH) 2 91-2 99 (m im i ru-i i»r m im 


c 




3. 96(s. 3H). 5. 60-5. 66 (a IH) 6 86(d IH) 7 ?7-7 7Rfm im 7 «^ t U \ 






7. 92 (d. IH). 8. 24 (br. IH). 12. 49 (s. IH) 




66 


1. 88-2.00(a 3H) 2 13-2 20(a IH) 2 79-? Qifm ?m i qc/„ im 


c 




5. 30-5. 36 (a 1H) fi 85 (A IH) 7 11-7 V>(m im 7 im n m m\ 






8. 29 (br. IH), 12. 53 (s, IH) 




67 


3. 95 (s, 3H) 4. 64 (d 2H) fi 86 (d IH) 7 ?R-7 ifi(m <;m 7 q,*m im 


c 




8. 36 (br. IH). 12. 38 (s. IH) 










68 


2. 95 (t. 2H) 3. 70 (a 2H) 3 94 (s 3H) fi 85 fd ih) 7 ?i-7 9*Um iu\ 


c 




7. 31-7. 34 ((a 2H) 7 92 (d IH) 8 I2fhr tH) \"> aa(* »m 










69 


1. 63 (d 3H) 3 94 (s 3H) 5 25fnn IN) fi RfiCH im 7 is^ im 


£ — 




7.34-7 41 (is. 4H> 7 95 (d HI) ft 11 (hr im n it/c 










70 


1. 83 (s 61!) 3 93 (s 3H) fi 86 (d IH) 7 ?fifi ih) 7 ia ( 4m 7 ou\ 






7. 96 (d IH) 8 48 (br IH) 12 35f* IH) 


c — 








71 


3 95 (s 3H) 4 60 (d 2H) 6 87 (d IH) fi 47-7 ft? (m au\ 7 inn im 


— £ — 




7. 31—7. 35 (m 4H) 7. 95 (d IH) 8 34 (br I HI i? I7fc im 










72 


3.11(1 2H) 3 97 (s 3H) 4 19(t 2H) fi QfUrf ih) fi Q9M om 


c — 




7. 23-7. 35 (a 5H) 7 60 (d 2H) & 02 (d IH) Q ftlfhr in) 17 77 (e tin 










73 


1. 16 (d. 6H) 2 84 (nL IH) 3 lfifhr 4H) 1 fiQfhr 7in 7 one hi- *>m 1 oir. on\ 


c — 




6 90 (d IH) fi 96 (d 2H) 7 fi?frl 9H) ft fi9/H iu) a it a ft** iu\ 14 «/. , n\ 










74 


1.61 (dL 4H) 1.72 (a 4H) 3 06(1 4H) 3 87 (s IH) fi 7QM im 7 or /a im 


£ — 




8. 94 (br. IH). 12. 30 (s. IH) 










75 


0 97-1 07 (a 2H) 1 13-1 30 fm IH) I $5-1 fUfm iu) 1 cc 1 co/« iu\ 


c 




1 73-1 8I(m 4H) 3 28 (I ?H) 1 Q4f< IH) c qc/j iu\ 7 oc / j iu\ 






8 11 (br HI) 12 55 (s IH) 




76 


0 97 ((d 3H) 1 13-1 1 9 Cm IH) 1 21-1 11 (m 9U) 1 «_i ij/. qu\ 


9 — 




1 69-1 73 (a IH) 1 78-1 84 (m ?H) ? Dt-7 n^m ? cq ? c<w_ ha 






3 94 (s 3H) fi 86 (d IH) 7 ftfifhr IH) 1 Q^(A \u\ 19 ca/~ iu\ 
*** «t \*i 011/ 1 u. 00 vu, iiu, f.oDvur. 1 , 1. ao Vu, I tl) , 1 Z 04 iS In} 




77 


0. 94(d. 3H). 1.34-1. 430b. 2H). 1. 53-1. 70(a 5H). 1. 77-1. 83(a IH) 


c 




1.90-1. 96 (a IH). 3, 94($. 3H). 4. 17-4. 22 (a IH). 6. 86(d. 110. 7. 96(d IH) 






8. 21 (br. IH). 12.61 (s 111) 




78 


0. 92(d. 3H). 0. 97(d. 3H), 1.05-1. 16(a 2H). 1. 25-1. 40(a 6H). |. 58(a III) 


c 




1.63-1. 83 (a 8H). 2. 02-2. 08 (a IH). 3. 80-3. 88 (a IH). 3. 94 (s. 3H). 3 95 (s 3H) 






4. 12-4. I7(a IH). 6.85(1 IH). 6. 86(d. IH). 7. 87(br. IH). 7 94(d IH) 






7. 97 (d. IH). 8. 20(br. 111). 12. 60(s. IH). 12. 61 (br IH) 




79 


1. 59-1. 62 (a 2H). I. 64-1. 72(a 2H). 1. 76-1. 79 (a 2H). 2.04-2. 10(a 2H) 


c 




3. 94(s. 3H). 4. 33-4. 40(a III). 6. 85(d. IH). 7. 94 (d. IH). 7. 94 (br. IH) 






12. 59 (s. IH) 




80 


0. 70(a 2H). 0. 89(a 2H). 2. 90 (a IH). 3. 94(s. 3H). 6. 86(d. IH). 7. 93(d IH) 


c 




8. 03(br. IH), 12. 42(s. IH) 
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1 H — NMR <5 (d om) 




SI 


1. 77-1. 80Gb. 2H). 2.02-2. 12(a 2H). 2. 39-2 4S(m ?IO 1 Q^c w\ 






4.53(n. IH) . 6.86(d. IH), 7. 95(d, 1H), 8U(h r |H> \? 47(t ilrt 


c 


82 


0.97(1. 310. t.26(d. 3H). 1. 61 (qu. 2H) 3 Q4f« im a nn-j i <w m iu\ 


c 


33 


6.86(d. IH). 7.86(br. IH). 7.95(d. IH) 12 6l<s IH) 

0.89(1. 3H). I.30-I.34(a 4H). 1.36-1 42fm ?M i *q-i *i f m ?H > 






3.43(au. 210. 3.94(s, 3H). 6. 86(d, IH), 7.95(d IH1 *Q4fhr jh> tm 


c 








84 


1. 39-1. 52(0. 4H). 2. 04-2. 12 (a 411). 3.68(alH). 3. 91 (m IH) 3 94 (s 3H) 






6. 86(d. IH). 7. 89 (br. IH). 7. 94(d. 1H). 12. 49(slH) 


c 








85 


1.28-1.46(0.410. 1.79(a2H). 2. 1 1 Cm. 210. 3. 5 1 (m. IH) 3 SO Cm. IH) 






3. 95(s. 3H). 6. 87 (d. IH). 7. 96(d. IH). 8. 05 (br. IH). 12. 26 Cs IH) 


c 








86 


0.88(1. 3H). 1.26-1.42 (0. 10H). 1. 64 <m. 21i). 3. 43 (a 2H) 3 94 (s 3H) 






6. 86(d. IH). 7. 95(d. IH). 8. 03(br. IH). 12. 55 (s IH) 


c 








87 


0.88(1. 3H). 1.25-l.44(m. 8H). 3. 43(o. 2H) 3 94 (a 2H) 3 94(s 3H) 






6.86(d. IH). 7.95(d. IH). 8. 03(br. 110 12 54 IH) 


c 








83 


0. 98(s. 9H). 1.56(1. 2H). 3. 43-3. 48(m 2H) 3 <Uf< Urt mt<\ iu\ 






7. 94(d. IH). 7. 98(br. IH). 12. 53(s. IH) 


c 








89 


3. 52Cs. 3H). 4. 95(s t 2H), 6. 53(d IH) 6 Qfi-7 01 (m 4H) 7 flft-7 i?fm ih> 


c 




7. 26-7. 35 (m. 8H). 7. 47-7. 50 (a 2H) 8 31 (br IH) 










90 


3. 57 (s. 3H). 6. 60 (d. IH). 6.95-7 02 Cm 4K) 7 n«-7 i>>{ m tu\ ? n.i om 






7. 65-7. 69 (a 2H) 


m 








91 


1. 1 2-1. 48(a 5H). 1. 68-2. I7(a 5H). 3. 55(s 3H) 3 94 (a IH) 






6. 57 (d. IH). 7. 16(d. IH) 


c 








94 


4.05(s. 3H). 5.15(s. 2H). 7. 28-7. 37 (a 4H) 7 47-7 SO Cm ?m a is (a im 


ro 














95 


4.03(s. 3H). 7. 39 (d. IH). 8. 04 (d. IH) 


d 















96 


4. 14 (s. 3H). 7. 46(d. IH). 8.08(d. IH) 


ED 














97 


3.44(s. 3H). 3.90(s. 3H). 4. 93Cs 2H) fi ROM mi 7 tut* im 


C 




7. 30—7. 44 (a 5H) 










98 


3 SI Cs. 3H). S.04(s. 2H). 6.52(d. IH). 7. 40-7. 45 (n, SH) 7 61 (d IH) 


w 














100 


3. 37 (s. 3H). 6. 41 (d. IH). 7. 21 (d. IH) 








w 
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3. 80(s. 3H). 3. 81 Cs. 3H). 3. 85(s. 3H). 4. 92(s. 2H). 6. 27(s IH) 






7. 19-7. 39 (a 5H) 


c 








103 


3. 91 (s. 3H). 4.00(s. 3H). 4. 01 (s. 310. 5. 1 1 (s. 2H). 7. 19-7. 42 Cm 5H) 




1 


i. 14 (s. IH) 


c 
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1 H-NMR <J (ddo) 




105 


- 3 - 95(s ' 3H) - «.32(s. 4H>. 6. 89 (d. IH). 6 96 (a 5H). 7. 28 (a 2H) 7 Si (a 2H) 






8.00(d. IH), 9.84(br. IH). 12. 24(s. IH). 


c 








106 


LMAL 3H) t 3.92(s. 3H). 5.23(a. IH). 6. 84(d. IH). 7. 27 (a ill) 7 36 (a 4H) 


c 




7. 93(d. IH), 8. 28(br. IH). 12. 36(s. IH) 










107 


1.6l(d, 311). 3.92(s. 3H) 5. 23(a. III). 6. 84 (d. III). 7. 27 (a III) 7 35 (m 410 


c 




7. 93(d. IH). 8. 28(br. IH). 12. 36(s. IH) 










108 


l.OKs. 9H). I.52(s. 611) 1.83(s. 21!). 3. 91 (s. 3H). 6. 81 (d. IH) 7 90(d IH) 


c 




8. 07 (br. IH). 12. 72 (s. IH). 










109 


2.04<a 2H). 2.75<t. 2H). 3.90(s. 311). 3.91 (1. 211). 6. 83-6. 86 (m 310 


c 




7. 13-7. 24(a 5H). 7. 53(d, 2H). 7.95(d. IH). 9. 76(br. IH) 12 21(s IH) 










110 


3 ? 14(t. 2H). 3.95(s. 3H). 4.21((. 2H). 6.88(a 2H). 7. 21-7. 31 (n 5H) 


c 




7.50(a IH). 7.78(d. IH). 7.99(d. IH). 9.82(br. IH). 12 06(s III) 










1 1 1 


).99<a 2H). 2. 09 (a 2H). 3.60(1. 211). 3. 90 (a lit). 3. 95 (s 3H) 4 12 (a 2H) 


c 




6.88(d. IH). 7.99(d. IH). 8.44(br. IH). 12. 16<s IH) 










1 1 2 


1. 97(a 2H). 2.71(1. 2H). 3. 46 (a 2H). 3. 93(s 3H) 6 84(d IH) 


c 




7.16-7. 29(a 5H). 7. 93(d. IH). 8. 05(br. IH). 12. 46(s IH) 










1 13 


1.62-1. 76(a 4H). 2. 65(1. 2H). 3. 44(a 2H). 3. 92(s. 3H). 6. 83(d 111) 


c 




7. 15-7. 18(a 3H). 7. 25-7. 28 (a 2H). 7. 92(d. IH). 8. 01 (br. IH) !2 48(s IH) 










1 14 


l.3l(s. 9H). 3.95(s. 3H). 6.89(d. IH). 7. 40 (a 2H). 7. 60(m 2H) 8 0l(d IH) 


c 




9. 87 (br. IH). 12. 26 (s. IH) 










115 


3. 97(s. 3H). 6. 92(d. IH). 7. 64(d. 2H). 7. 83(d. 2H) 8. 03(d IH) 


c 




10. I2(br. IH). ll.89(s. IH) 










1 16 


3. 96(s. 3H). 6. 91 (d. IH). 7. 24(d. 2H), 7. 73(d. 2H). 8. OKd IH) 


c 




9. 99(br. IH). 11. 99(s. IH) 










1 17 


1.00-1.30(0. 5H). 1.25(d. 3H). 1. 42-1. 50(0. 111). 1. 63-1. 83 (a 5H) 3 94(s 3H) 


c 




3.94-4.03(a IH). 6.86(d. IH). 7. 92(br. IH). 7.95(d. HO. 12 63(s III) 










1 18 


!.00-L28(a 5H). 1. 23(d. 3H). 1. 43-1. 48(a III). 1. 65-1. 83 (m 5H) 3 94 (s 3H) 


c 




3. 94-4. 03(a IH). 6. 87(d. IH). 7. 94(br. HI). 7. 95(d. IH) 12 64(s IH) 










1 19 


3.05(1, 2H). 3.95(s. 3H). 4.14(1. 2H). 6.88- 6.92(a 3H). 7. 19-7 31(a 4H) 


c 




7. 58(d. 2H). 8.00(d. IH). 9. 82(br. IH). 12. 24 (s IH) 










120 


3.94 (s. 3H). 6. 92(d. IH). 7. 10 (a 2H). 7. 68 (a 211) 8.03(d III) 


c 




9. 94 (br. IH). 12. ll(s. IH) 










121 


2 35 (s 3H) 3 97 (s 3H) fi 9?fH IH* a Q7-7 aa/_ nm 0 nc /j <u\ 
\ j, — jn/j — o. j t ya, on/, o. ?£\q, in/ f o. UU(Q, 2H) 8 05 (d III) 


c 




8. 25(a IH). 10. i 6 (br. IH). 12. 04 (s IH) 










122 


3. 96(s. 3H). fi. 61 (a IH). 6. 91 (d. IH). 7. 32 (a 2H). 8.0Hd IH) 


c 




10. 04 (br. IH). 11. 79 (s. IH) 










123 


2. 33 (s. 311). 3.95(s. 3H). 6. 89 (d. IH) 7. I8(d. 211). 7.57(d. 2H) 8 01 (d III) 






9. 87(br. IH). 12. 25(s. IH) 


c 








124 


2. 25(a 2H). 3. 95(s. 3H). 4. 1 1 -4. 17 (m 411). 6. 88-6. 94 (a fiH) 


c 




\ 24-7. 28(a 2H). 7. 57- 7. 60 (a 2H). 8.00(d. IH) 9. 82(br IH) 12 26(s 110 
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H-NMR 0 (ppn) 










1 L j 


Q. 89(S. 9H). 2. 47(s. 2H). 3. 95(s. 310. 6. 89 (d. IH). 7. I3(d. 2H). 7. 58(d 2H) 


c 




a. UI Id, liu, s. Savor. IH). 12. 25(s. IH) 










IOC 

1 ZD 


3. 98(s. 3H). 6. 93 (d. IH). 7. 1 1 (m. IH). 7.78(a). IH). 8.06(d. IH) 


c 




8. 31 (m. IH), 8. 39 (m. IH) . 10. 48 Cbr. IH). |].94(s, IH) 










1 27 


3. 96(s. 3H). 6. 92(d. IH). 7. 33(m, HI). 7. 50(m. Ill), 7. 69 (a IH). 8. 01 (d 110 


c 




i f\ Aft /l . * 1 1 V ■ a r\ a f * ■ i \ 

10. 02 (br. IH). 12. 04 (s. IH) 










128 


1. 31(s. 9H). 2. 29(s. 6H). 4. 14(s. 3H). 6. 92 (d. IH). 7. 14(s 2H) 


c 




8. 03(d. IH). 9. 35(br. IH). 12. 37<s. IH) 










129 


I. 31(s. 9H). 3. 96(s. 3H). 6. 91 (d. IH). 7. 33(m. IH). 7. 43(d. IH) 


c 




8. 05(d. IH). 8. 36 (d. HI). 10. 56(br. IH) 










130 


I.38(s. 9H). 3. 99(s. 3H). 6. 75(s. 111). 6. 95 (d IH) 8 07(d im 


c 




10. 52 Cbr. IH) 










131 


I. 33(s. 9H). 3. 98(s. 3H). 6. 65(s. IH). 6. 94 (d IH) 


c 




8. 06 (d. IH) 










132 


2. 24(s. 3H). 3. 94(s. 3H). 5. 09(s. 2H). 6. 76<d. IH). 7. 09(d. IH) 


c 




7. 18-7. 55 On. 8H). 8. 37(d. IH). 10. 04 (br. !H) 
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i. Tsa©5£ (i) -vmznz. t s DU>i75 Kst##^^n-t-o«[. 




(D 

£ n§ iwj— s= ft ismmte — $ ^ j^±©s l , 

R 3 ^tK^J!^^, y^o7;W^S, y^DJJ^-JH, TU— £7c 

R 2 "e^t7;^JHt) l < / l ~ 4 

R 3 T^-r'>^nT;U^;i/», •>^7P7J^ZJH 1 T'J— 
D7J^z;H, fit)U<tt#lS3~12M7'J-jH, ^dS3-12 

3. A^SS^. y^U>II, 1, 1-&L<«1, 2-X^U>$I, l, 
1, 2-, 1, 3-, feL<tt2, 2-7°u¥U>m. 2 1, 
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3-ynkfl/>$jt 1, l. 2-, 1, 3-, 1, 4-, 2, 2-, 2, 

3-, t>L<«2, 4-«y^U>fI, 3, 3-^*3^1,-1. 4 _^ u> ^ 
1, 1, 3, 3-fh7^fJI/-l, 4-y^U>fI, / N^-y-*5 1 U'>^ 

^>S, l-yalfjl/^yS, -fV7°DlfJ^yS, l-y^^S/S, 
o* h^->S, T7;M-n* h^i/S, y7MD^DD^h^ y i > £fcteMJ 

5. R,^*^, 4-*h*->£, 6-*h^>S, 4, 5-^*h^ 
~>S> £&te4* 6-y^h + ygT^§, Ifjfc^ 1 ~ 3 <D\,*?tlfr— ^fCfE« 

6. R 2 Tgtli$nTl^^>y;H^ p h u^y-yjim^Tcte 
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/\ny>m^. yJ/l, xhpg, *;i/^^->;u^ ?mm, 7 

jc~;us (d£~e> yx-JUfiADyyj^f^ y7/l, rhni, 

/ \ p t )v n * i^mfr 6 ft & 3¥*> e> $ ni> — £ - ©flttjisTfisi $ n 

T^Tfc<fctr>) , ^»1~507M;H, Ki»l-4©An7^;H, 

*fctt^»i~4©AOT;i/n^^s^e>fts^e.a^$tis— 

yVJ^m. ^>'/77-M, t?p-U;i/g, OF'JJH, ^xx;ug, ^> 

yu;m, **W7W)V&. m?7W)i,&s trusts, ^/uzjh, 

fcf U 5 s>x;ug, tf'J^vx;^ tf5^x;i^ *-*->^-;i,s, fh7kh' 
uyy))vm, HPti^x;i/S, fcfo»Js?xjm, fcf^u^x;!^ Tfr^EkT 

^»j>?x;i/S, $fcttwj-;i/ST?*5. i — 7 o ^-rn*i— ^*ciB«oe 
/\py>ic^ y7;i, xhns, 7571, 

7)^)i&. t;up^->s, 7;u*;u^*£, t^^x^^^- 7^ 
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aojj^jh, ad7;hh4^>s, A07;K;^ti, j\ut)V^)Vt,)v 

feb<«^lK^T*oT^3fe»[l-'6<DST*0, fro, ^tlftll ~ 1 3^(7) 
7y^7 5/l, N-7i>;l/-N-7;U^;U7^ /S, 7JPW5;i, 

7;^7 5;i, 7;Wk*j;u#-;i/S, 7;i^;i^ju#-;m-=^>s, 7;u 
3^->^j;u^-;us, 7;i/^;ux;u*-;i/:t^>a> kF^'Ws;7JW 

t>L<«^lK$I^O^^mi~6(D7;i/^;i/S^#-r-5) ; 

~4co7;^m *$I : foL<«^i!smt»:(Z)^mici~50An7;^;L'S (c 
dT, ;o/\D7J^i(l 1~1 lffl©l^-ttHfij|)5:5ADy>JS^ 

^3HSc3~6<Z)S'£o7;M i ;i/£, 7U-;PS, 7'J-M+yl, 7U-JU 

7U-;^;V7^ -jim. 7U-;ux;u*-;i/^, 7U-^75/i, 

->S. 7U-;W7;^M*->I, 7'J-Jl/t+y7W^S, 7U- 

;u^7;^;i/^^-», 7U-;u7;m^5P:*s, 7U-ji/t+y7j^m 
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— 7U-;ux;u*-;us, 7'J-^7$ys, 

7-u-;ut;^;u^^-«, 7«j-;i/t+y7^;H, 7ij- JW 

t;u^;u». austR^^s, ffi^at^^s. mmmTJi^jm, m 

Any>jgc^ y7;i 1 -hni, 757S, zk@£S, 

iSMfe L < te^ft^ttO^Sfc 2-6 ©7;^ - Jim* L < ttT;i/^-;u^ 

AD7;^Jl/$, An7^3^yl, ADT^^m *\UT)V* )],*)], 

iSilfc L < \ZM&mft<DBkm& 2 ~ 6 ©a n T)V>r-)),m% U < teA n 

^--;u^->g (^-t, cm stasia, naoiwi— *fctt*as 

&SAny>I£^£;frr<5) ; 

Tv;ut$7S, N-7y;KN-7W7=yS, 7J^75yS, 



WO 00/26191 » PCT/JP99/06142 

85 

m*> l < i ~ 6 (DT)v^rjim^-r^) ■, 

^OADJj^iit l~l lM©|^-*fettffiS7&:5Andr>^^-r 

13. R 3 ^\ 7jc^M^ 4-7x/4 1 y7x-;H 1 4- (4'-t->^ 
;U7iy^'» 7I-JI/S, 4- (3'-hij7Mn^^7xy+y) 7x 

7jc~;US, 4- (4'-> h^i/7^/^-» 7iZjH, 3-hU7Jl/tD 

*^;i/-4- (4'-h'j7;^D^^7xy + «» 4- u>- 

4- (4'-*3\>U:7jcy3r>» 7x-;H, 4- (4 , -^^7i/ + y) 
7xZJH > 

4- (4'-^f;i,7xy^y) -3-h'j7Mn^fj|/7xZ;H, 3- 
^□0-4-7x/+y7xZJH, 4-7x/^y- 3 — MJ 7)l*u 
7 x.-)Vm. 3 4 -7x7 +->7iZjH < 3-^f.^^_ 4 _ 

4- (2', 4'-v-t-7*^7xy + i/) 7xZ;H, 4- (3', 5'- 
y- t-7*f;i'7x;4 : y) 7x~JH < 3-700-4- (4'-7DD7i 
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3- ^^;P-4- (4'-^fj|/7xy + y) ^ai";^, 4- (4'-hU7JP 
•*U*h*z/7 JuS 7I-J1/S, 4- (3 , -hij7MD^h + y7 I 

3-^^;U-4- (4'-MJ7;i/t0^^7x7+y) 7x~JH, 4- 
(4 , -^^;i/^^/^-» -2-h'J7MD^^J|/7x-J|/S > 2, 4— >? 

— (4 '-y^;u^^y^'» 4 -^>^;u^-+->^ ji-;^, 3 

■7>5^;i/S, 1 — 7^V>^>^^;i/S, 4 -i/2W\3f-i/)V7 3, 

4— X^l/>^^-^^>^^-;i,g > 4- (4'--hD7xy+-» 7 

2, 6—i?*^))s—4—7^SJri/7^-)im. 4- (4'-N VJ7°U\±)V 

TS. y 7 JL/^rzy) 7jL~)Vm. 4- (4' f V^'J ;Utf^^fy>— 1 • T 

;U) 7JL~J]/m. 2-*^)Vis7US\3ris)\,^^ is? u 7° U tf;|^ ~>^P^> 

->^n^;US, 4- (2'-7x; + yXfJ^y) 7x~;H, 
4- (3'-7acy^>-ynt:;i/^-^'» 7xZJH, 4- (3'-^oi-;i,yn 

tf;u^-^-» 2 -trusts, 3-tfu^;m, 4 -tru^;us. 

7l -^ 4 -y.^;i/^^-;US, 4-7DD7X-JH, 4-7Jl/^-n^3i 
— 4-1-7*^7x^1/1, 4-^t^>^|/7x-JH, 2-7;U^- 
□ -4-^^7xrjH v 3, 4-y^DD7x-JPS, 3, 5—: /7J^D 
7x -^S- 3, 5-y-t-7*^7xZ;H, 4 - h'J7Mo/^7x 
X;US, 4-hU7MO^h^y7x-Jl/S, 2-7x-;k>i7 07 , D|fM, 
y^DA^yJH, 1 -zy7U^-t-Jim. 4-7x^fM+y7x^S ( 
3-7PO-4-7x^W+y7x-m 4- (4'-70D7x^ 
7x-JH, 4-^5^;i/i>7D^\^v;i/S, y^DA^JH, y^Q 
3-^5=-;U-4- (3'-h'J7^tD^5 1 Jl/7x/ + y) 7^- 
^ - t-y^)V-2-7uu7^-)Vm, 4 - t -7^)1- 2, 
fJ|/7x-JH, 5 - t -7'^)^ 7**W—)V- 3 -OVm, A-t-7'^ 



WO 00/26191 



PCT/JP99/06142 



87 



JU^-TV—Jl- 2 --f Jim. 

4-7 3L-)l=F*7x.-)im. 2-/h + y-4-7iy^->7x-m 3 
- (3-hfUvW 7xZ;H> 4-7i^75y7i-m 4- (4-^ 

i -^>> ? ;ut:^u> ? >-4--i';i/S, 4- (4'-75;7x;^y) 7^- 
4-^>^j|/7xzjh, 1, 2, 3, 4-^h^ 

1 5. at^i~i 3 ©ti-rn^— ^{ciB<R©trn ij >K7 a v&mte&iz 
1 6 . m^m. i~i3 <wm^— mizmm<D¥ n u >t75 Ksi^^fc 



1 7 . ti^ii 1 ~ 1 3 (D^-rtifr— mzmmcD trn u >^t^ Kst^^fc 

1 8. m?kmi~i 3 o^-rn^— igfcse^cDtfn u >^ts 

Mo 

1 7 1 8 Kl8Ett©B&|SfcjSf!l. 

2 0. TfEco^; (2) T^$nstf=i'J>K»l3H**fett^©ife 0 




o 



(2) 
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21. b^tk^s, &mm¥. Mmm^-, *b*->m, ih^yi, 

2 2. R^^h + ^S, Ih + yl, 1 -:7°Dtf;l^^>S, -fy:/D# 

^~>S, i-^;i/^i>s, 2-^;u^-^->s, t-?^)i,ttz/m. mj 
7)[s*u* h*->m. y7Mn/h + yi, :7;M-o;* h*->£ % >?:7;i^n 

2 3. R^tR^HH^, ^>v?;i/^, p- - ho^>j;;| / s < p-.jth^v' 
LT2 -#;i/tf=^>#:£T 

5. 5£ (2) TS^n^tfng^gi^^^^^©^^^ 

2 5. 3 -t Ko^>tfziU >iC^ICjS DTiiS^ iA ITN - 1+ 

^R^/i6i;TJK«tt*ff5d(hi:S^T7S:S, 5* (2) TSSn&fcf n U > 
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2 6. 3, 4-^«ifttf3U>Ktc^SfCj5£:i;T«aai&giALTN-^ 

t Mb £ , se. Kte^gjft <t sjii^fir o z\ h d 6 ft £ & « 5 ft t ~>;u 
mmmfttzitittom. (si, ±se (2) R 1 «4ft^^ix5ft:t>L<«4 

ft 6 ft fcg& L fcPI- 1> L < S j^Sfcgc 1 - 4 © 7;m ^ <>S £ & 

2 7. j£ (2) T^$nfck!=i'J>K»»ff*fc«^Oiai, 

h 2 n-a-r 3 A*«t^R 3 «sc (i) -zfemisntzibotm— <Dm 

2 8. 5£ (2) "r^$nfcbfi3U>KSfi»flc^fett-5-©lft^ «f^l9~ 

2 2 <wr*i^— m\zmm<D4\:<&w. ^rcitm^m2 4-26 ©^tn^- 
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